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Assistant Commissioner for Patents 
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Sir: 



JUL 2 3 1999 
^'^ing Division 

The benefit of the filing date of the following prior foreign application in the following 



foreign country is hereby requested, and the right of priority provided in 35 U.S.C. § 119 is hereby 
claimed: 

Japanese Patent Application No. 258863 

Filed: September 30,1996. 
In support of this claim, enclosed is a certified copy of said prior foreign application. Said 
prior foreign application was referred to in the oath or declaration. Acknowledgment of receipt of 
this certified copy is requested. 
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ffi 0 9 - 3 0 7 



1 



8 — 258863 



[0 0 6 1] 

^m, mm. mmm. %m. mi&Mi3&zfjj7-t)im<Dm&iz&. mou 

[0 0 6 2] 

Mo^M^Jctt^^^fc^^o. ooi— i ,ooom g ©^H-e-g-*^ tl5 3 £ # 

[0 0 6 3] 

So 

HJSM l 

N- (2-7^; 7x^;i/) -4- (N -"OvM" TUT ^ ^ 

F %6ft% 1 : it&m^ 1 tf>£-/& 

[0 0 6 4] 

(1-1) 4-7^;^f^Ifi (2 1. 16g, HOmmol) 0 5? 
^DD^3f> (4 5 0ml) h'JiW^> (4 2ml, 3 0 0m 

mol) *M7Lt=. a *fc#T. 3 ~8^ bMTfchU^l^nif^ 



ffial^^O 9-30 



# 



ijf 5£ 8 — 258863 



(6 0. 4 g, 2 8 7mmo 1) <Di?PUU*$> (5 0ml) mWL^TLt=. 

^, smmmnvt^ a mmmm^ic.R^m^»r=.^ s e> k i o 

'j7;i/^D7tf;i/7^;^f^Sfi (3 0. 4g, J&^8 7. 8%) 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.47(2H,d,5.8) , 7.39(2H,d,8.1) , 7.93(2H,d, 
8.1), 10.08(lH,t,5.8) , 12.95(lH,br.s). 
[0 0 6 5] 

(1-2) o -7i- lsyi?7$ > (5 4. Og, 5 0 0mmol) ®W 
if> (5 0 0ml) 1 Mfe&mit± h V V &7}<LmWL (2 5 Oml) fcinx. 

, MT^tert-^^i/i/^-^-h (10 9. 1 g, 5 5 0mmol 
) (OV^t^y (2 5 0ml) ^&*nx.fe 0 tfit 6 -WfiL 

tfCfcUN-t e r t - zf V * i/ )\,t&=- /I/- o - V ain !✓ > *?y ^ > (3 4. 

2g, jk^3 2. 8%) zatemifcuisTnt-,, 

1H NMR(270MHz, CDC 13) 8 ppm: 1.51(9H,s), 3.75(2H,s), 6.26(lH,s), 6.77(1H, 
d,J=8.1Hz), 6.79(lH,dd,J=7.3,8.1Hz) , 7.00(lH,dd,J=7.3,8. 1Hz) , 7.27(lH,d, 
J=8.1Hz). 

[0 0 6 6] 

(1-3) Jin ( 1 - 1 ) T?#e>*lfcft;#4& (3 0. Og, 12 1mmol) 
<D*JVUU*$y (2 0 0ml) mffim^ 2fC#L£#£> (Ml 0 — 1 51C) 
^-^rif U;i/^n^>f K (2 1 g, 16 5mmo 1 ) IZMT Lfe* ^tf>|glJC 

(fc<fcf 2mliTt5^C0. 1ml) DM F 3c #0 X. „ ^*?^T^ 

, h /myxoma***? u;i/^n^-r SIi?^nn^^> (10 

omi) tc*»Lfc. x=g (i -2) -vm^nr^t^m (2 2. 8 8g, 110 

mmol) <Di?9U.U*#> (100ml) -ifVV> (200ml) MIC 



ffiSE#¥ 09-3076362 
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[0 0 6 7] 

fe*^ f^iitSIiKCj: 1 ;, N- [2- (N-tert-^h^^M-;i/ 
) T^7^3i— -4-h'J7Mn7tW?;^W>X7^ K (2 
8. lg;JK$5 8%) ^ffi@ftillT#fe 0 

1H NMR(270MHz, DMS0-d6) 8 ppm: 1.44(9H,s), 4.48(2H,d,5.9) , 7. 12-7.23(2H,m 
), 7.44(2H,d,8.1), 7.54(2H,d,8. 1) , 7.94(2H,d,8. 1) , 8.68(lH,br.s) , 9.83(1 
H,s), 10.10(lH,br.t,5.9). 
[0 0 6 8] 

(1-4) -XM (1-3) <D4k&% (13. 1 2 g, 3 Ommo 1) (D*$ J 
(120ml) (180ml) MitC^U^A (4. 7 0 g, 3 

4. Ommol) &#Dx., 7 0 r T* 4 B£f^;&n?g&it£p L£„ ^nD^l/AT'Mb 

, ^«*&«i5ftiA«**e«fe?*«, ^ ic j: y , n 

- [2- (N-t e r.t-^h^rS/A^sK-^) 7^7 7xn;i/] -4-y^y 
^fM>X75F (10. 3 g ; MW) ^ffi7=E;i/7 77xt@#i:bT 

1H NMR(270MHz, DMS0-d6) 8 ppm: 3.80(2H,s), 7.13-7.23(2H,m) , 7 . 48-7 . 58 (4H , 
m), 7.90(2H,d,8.1), 8.69(lH,br. s) , 9.77(lH,br. s) . 
[0 0 6 9] 

( 1 - 5 ) JIM ( 1 - 4 ) (Dit^^O (0. llg, 0. 4 4 mm o 1 ) <Z) fc? U 
V> (5ml) MIC*^T> ^>^Mn7>fK (0. 08g, 0. 53m 

moi) *iMXt=.%k. ^^x*'&*izM.mz±tftei$b 8mmmwht=. a mmn. 

£$fr^i-£^£&Cj: »J, N- [2- (N-tert-7*h^^*;i/3K-;i/) 7 ^ 

y 7x^;i/] -4 - (N -^c>!/>r;i/T^ y ^^;i/) ^>X7^ F (0. 1 4 g 



ffiSE^ 5 ? 09-3076362 
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, 7 1. 4%) &a6@ffctt#fc„ 

1H NMR(270MHz, DMS0-d6) 8 ppm: 1.44(9H,s), 4.56(2H,d,5.9) , 7. ll-7.22(2H,m 
), 7.46-7.56(7H,m), 7 . 90-7 . 94 (4H , m) , 8.67(lH,s), 9.15(lH,t, 5.9), 9.81(1 
H,s) 

[0 0 7 0] 

( 1 - 6 ) Jim ( 1 - 5 ) (Dlt&gs (0. lOg, 0. 2 2 4 mm o 1 ) <Z> 
t^t> (5ml) -*$J-)\s (1ml) T&mz.4m i fei&Wt-V*3c-Vy (5 

-5^ sin*.* #e>*i£@#£au&. ^-rsrhicj; n- (2-r^y^ 

acn;i/) -4- (N-'O V-f ;i/T^ J *^A) OX7^ Ktit (0. 0 8 
g, 9 3%) »H«^U#fc 0 
mp. 206-209"C. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4.57(2H,d,5.8) , 7 . 27-7 . 38 (4H , ra) , 7.47-7.59 
(5H,m), 7.92(lH,d,8.1) , 8.05(lH,d,8. 1) , 9.19(lH,t,5.8) , 10.38(lH,br.s) 
IR(KBr,cm-l): 3286, 3003(br.) ,1630,1551,1492,1306,1250,749,695. 

Lfc. JE*~RC, tt&m<DHk& (mp.) , 1H NMR, IR©ll![5£ffi£^"3\ 
[0 0 7 1] 

n- (2-7^;7x-;i/) -4- [n - (2-^nn^>y>f^) y^y*^ 

^>X7$ K OS- 1 : fb^#l## 1 4) 
mp. 201-204X: (dec). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.52(2H, t,5.9) , 4.89(2H,br.s) , 6.60(lH,ddd 
,1.5,7.3,8.1), 6.78(lH,dd,1.5,8.1) , 6.97(lH,ddd,1.5,7.3,8.1) , 7.17(lH,d, 
8.1), 7.38-7.54(6H,m) , 7.97(2H,d,8.1) , 9.06(lH,br. t,5.9) , 9.63(lH,br.s) . 
IR(KBr)cm-l: 3268,1649,1458,1304,748. 
[0 0 7 2] 

mmm 3 

N — ( 2 — T ^ ^ 7x-;i/) -4- [N- (2--hD^>^/b) T ^ J 

3 4 ffiSE^^ 09-3076362 




8 — 258863 



^>X7 5 K«t»«t (M- 1 : it&mmm 8<?>mmi&) 

mp. 210-212X: (dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.55(2H,t,5.9) , 7.2-7.4(3H,m) , 7.5-7.6(lH, 
m), 7.53(2H,d,8.1), 7.60-7.7(2H,m) , 7.83(lH,ddd, 1.5,8.1 ,8.1) , 8.00-8. 10( 
3H,m), 9.34(lH,t,5.9), 10.43(lH,br.s) . 

IR (KBr) cm-1 : 3283 , 2500-3000 (br . ) , 1648 , 1534 , 1461 , 1362 , 1314 , 754 , 701 . 
[0 0 7 3] 



N — (2 -75 / 7i-^) -4- [N- (4 -^/l/'OvM'/l') 75 
K>X7 5 KJfcSHft 1 : ft^#>##2 8®%!*%) 



1H NMR(270MHz, DMS0-d6) 8 ppm: 2.37(3H,s) , 4.56(2H,d,5) , 7.20-7.30 (6H,m) , 
7.47(4H,d,8.8), 7.82(2H,d,8.8) , 8. 03(2H,d,8.8) , 9.09(1H, t,5) , 10.36(1H, 



I R (KBr) cm-1 : 3269 (br.) ,2861 (br.) ,1743,1636,1534,1505,1456,1308,1120,753. 
[0 0 7 4] 

mmrns 

N- ( 2 -T 5 J 7x- -4- [N- (3-^h=fM>y>f^) 75/^ 
^/I/] ^>X75 K 1 : ffc^#f##3 0) 

mp. 182-185X:. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 3.81(3H,s), 4.54(2H,d,5.9) , 4.88(2H,br.s) , 
6.60(lH,dd,6.6,7.3) , 6,78(lH,d,7.3) , 6.97(lH,dd,6.6,7.3) , 7. 11 (lH,dd,l . 
5,8.1) , 7.16(lH,d,7.3), 7.35-7.51 (5H,m) , 7.94(2H,d,8. 1) , 9.12(lH,br.t,5. 
9), 9.63(lH,br.s). 

IR (KBr ) cm-1 : 3301 , 1637 , 1524 , 1489 , 1457 , 1314 , 1248 , 752 . 
[0 0 7 5] 

H1M6 

N- (2-7577i-;i/) -4- [N- ( 4 - * h 3f iy<> ^/>f JV) 757^ 
^VX75 F (^~ 1 : fb^-%#-^3 1 ) 



mm 4 



mp. (amorphous). 



br . s) . 



3 5 



ftfEffsp 09-3076362 
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mp. 149-151TC. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 3.82(3H,s), 4.53(2H,d,5.9) , 4.88(2H,s), 6. 
59(lH,dd,7.3,7.3) , 6.77(lH,d,8. 1) , 6.94-7.0(lH,m) , 7.02(2H,d,8.8) , 7.16( 
lH,d,8.1), 7.43(2H,d,8.1) , 7.89(2H,d,8.8) , 7.94(2H,d,8. 1) , 8.98(lH,br.t, 
5.9), 9.61(lH,br.s) 

I R (KBr ) cm-1 : 3297 , 1 630 , 1527 , 1505 , 1 457 , 1 256 , 1 1 77 , 1 024 , 843 , 749 . 
[0 0 7 6 ] 

N — (2 -T^ y -4- [N- (3, 4, 5-bU^h^i//<>^ 

T5 7*^;i/| K 1 :ft-£#f## 3 3 ) 

mp. 208-21 Or (dec.). 

1H NMR(270Jffiz, DMS0-d6) 8 ppm: 3.71(3H,s), 3.83(6H,s), 4.55(2H,d,5.9) , 4. 
88(2H,br.s), 6.60(lH,dd,7.3,8.1) , 6.78(lH,d,8.1) , 6.97(lH,dd,6.6,8. 1) , 7 
,16(lH,d,8.1) , 7.26(2H,s), 7.44(2H,d,8. 1) , 7.95(2H,d,8.8) , 9.07(lH,t,5.9 
), 9.62(lH,br.s). 

IR (KBr) cm-1 : 3267 , 1635 , 1582 , 1457 , 1237 , 1 132 , 755 . 
[0 0 7 7] 

mmms 

N- (2-757 -y =l — JV) -A - [N- (4- (N, N JV) 757^ 

>y-f;b) 75 7*^;i/| ^>X7$F (^-1 :{^«#^3 6) 
mp. 216-21913 (dec). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 2.98(6H,s), 4.51(2H,d,5.9) , 4.88(2H,br.s) , 
6.60(lH,dd,8.1,8.1) , 6.71(2H,d,8.8) , 6.97(lH,ddd,7.3,8.1) , 7.16(lH,d,7. 
3), 7.41 (2H,d, 8.1) , 7.78(2H,d,8.8) , 7.93(2H,d,8. 1) , 8.77(lH,t,5.9) , 9.63 
(lB,br.s). 

IR (KBr) cm-1 : 3301 , 1632 , 1519 , 1457 , 1298 ,754 . 
[0 0 7 8] 

N- (2-75 77x-;^) -4- [N — (4-h'j7MD^fM>^/l' 
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mp. 243-24S"C. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.58(2H,d,5.9) , 4.88(2H,br.s) , 6.59(lH,dd, 
6.6,7.3), 6.77(lH,d,8.1), 6.94(lH,dd,5.9,6.6) , 7. 16(lH,d,8.1) , 7.45(2H,d 
,8.1), 7.88(2H,d,8.8), 7.95(2H,d,8.1) , 8.11(2H,d,8.1) , 9.38(1H, t,5.9) , 9 
.64(lH,br.s). 

IR (KBr) cm-1 : 3301 , 1640 , 1549, 1523 , 1458 , 1334 , 1 162 , 1 120 , 1070 ,856 ,750 . 
[0 0 7 9] 

mmm 1 o 

N- ( 2 — 7 ^ J Z7 3L —)l>) -4- [N- (4 -JjfrtfJri/KZ/^J^ )V) T $ J 
mp. (amorphous) . 

1H NMR(270MHz, DMS0-d6) 5 ppm: 4.58(2H,d,5.9) , 7 . 29-7 . 37 (3H , m) , 7.49(3H,d 
,8.1), 8.02-8.06(6H,m), 9.36(lH,t,5.9) , 10.4(lH,br.s) . 
I R (KBr) cm-1 : 3432 (br.) ,1718, 1637, 1542, 1499, 1303 (br.) ,1116,1018,757. 
[0 0 8 0] 

mmm n 

N- (2-7^/7x —A/) -A - [N- ( 4 - * h 3r i/i3)^ —JV<> ^JA 

) j soxrs. f (m- i : it^m^A 6) 

mp. 204-209 (dec. ) . 

1H NMR(270MHz, DMS0-d6) 8 ppm: 3.89(3H,s) , 4.57(2H,d,5.9) , 4.88(2H,br.s) , 
6.60(lH,dd,6.6,7.3), 6.78(2H,d,7.3) , 6.97(lH,ddd,1.5,6.6,7.3) , 7.16(1H, 
d,7.3), 7.45(2H,d,8.1) , 7.95(2H,d,8.1) , 8.03(2H,d,8.8) , 8.07(2H,d,8.8) , 
9.35(lH,t,5.9) , 9.64(lH,br.s). 

IR (KBr) cm-1: 3287 (br.) ,1721,1634,1281,1113,750,703. 
[0 0 8 1] 

$m>m 1 2 

n- (2 — t 5. j 7x-;i/) -4- (N-tfn u y ^r;i/T^ y ^^;i/) ^>X7 

^ F (^- 1 : it&m^ 5 3 ) 

3 7 £IiE#^0 9-3076362 



# 
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mp. 173-178 (dec.). 

1HNMR (270MHz, DMS0-d6) 8 ppm: 4.57(2H,d,6.6) , 4.88(2H,br.s) , 6.59(lH,dd, 
7.3,8.1), 6.77(lH,d,8.1) , 6.96(lH,dd,7.3,8. 1) , 7. 16(lH,d,7.3) , 7.44(2H,d 
,8.1), 7.60-7.65(lH,m) , 7.93(2H,d,8.1) , 7 . 98-8 . 08 (2H , m) , 8.67(lH,d,4.4) , 
9.45(lH,t,6.6) , 9.61(lH,br.s). 
I R (KBr ) cm-1 : 3330 , 1656 , 1634 , 1523 , 1456 , 1294 , 752 . 
[0 0 8 2] 

mmm 1 3 

N — ( 2 — T ^ J 7x^;i/) -4- [N- (6 -*^;i/b?=i U J <4 J]/) 7 ^ J * 

s<>XT$ F CM- 1 : ^#J##5 8) 
mp. 172-173TC. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 2.51(3H,s), 4.57(2H,d,6.6) , 5.0(2H,br.s) , 
6.61(lH,dd,7.3,8.1), 6.79(lH,d,7.3) , 6.98(lH,dd,7.3,8. 1) , 7. 17(lH,d,7.3) 
, 7.44(2H,d,8.1), 7.43-7.49(lH,m) , 7.84-7. 90 (2H,m) , 7.94(2H,d,8.1) , 9.27 
(lH,t,5.9), 9.64(lH,br.s). 

IR(KBr)cm-l: 3331,1675,1634,1594,1523,1454,1307,1292,750. 
[0 0 8 3] 

mmm 1 4 

n- ( 2 — t ^ 7 7i-^) -4- (N-^nf ; >f ;i/T^ ^>xr 

^ F OS- 1 : fls£-ft##7 1) 
mp. 193-196X:. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.58(2H,d), 4.88(2H,br.s) , 6.60(lH,t), 6.7 
8(lH,d), 6.97(lH,t), 7.16(lH,d), 7.46(2H,d), 7.53(lH,dd), 7.95(2H,d), 8. 
24(lH,ddd), 8.73(lH,dd), 9.07(lH,d), 9.32(lH,br. t) , 9.63(lH,br. s) 
IR (KBr , cm-1) : 3301 , 1639 , 1522 , 1457 , 1314 , 749 ,705 . 

[0 0 84] 
MMMl 5 

N- (2-7^7i-;i/) -4- [N- (2 - *^JV — Z1^ S >( )V) T S. J * 

TJb] KyXT$ F (m- 1 : <ti$m&-%Q D 



tHU^ 1 ^ 09-3076362 
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mp. 191-194'C(dec.). 

1H NMR (270MHz, DMS0-d6) 8 ppm: 2.53(3H,s) , 4.53(2H,d,5.9) , 4.88(2H,br.s) , 
6.60(lH,dd,6.6,8.1) , 6.78(lH,d,7.3) , 6.97(lH,dd,7.3,8.1) , 7.17(lH,d,7.3 
), 7.29(lH,dd,5.1,8.1) , 7.47(2H,d,8. 1) , 7.77(lH,dd,1.5,8. 1) , 7.97(2H,d,8 
.1), 8.51(lH,dd,1.5,5.1), 9.06(lH,t,5.9) , 9.64(lH,s). 
IR(KBr) cm-1 : 3261 , 1642 , 1523 , 1310 , 753 . 
[0 0 8 5] 

HiMl 6 

N- (2 -T^ J 7x-^ -4- [N — (6-^f^3f;>f^) T 5. J ^ 

K>XT^ F m- 1 : ^%##9 3) 
mp. 186-190X: (dec.). 

1H NMR (270MHz, DMS0-d6) 8 ppm: 2.36(3H,s) , 4.56(2H,d,5.9) , 4.88(2H,s), 6. 
60(lH,dd,7.4,7.8) , 6.78(lH,d,7.8) , 6.97(lH,dd,6.9,6.9) , 7.16(lH,d,7.4) , 
7.37(lH,d,8.3) , 7.45(2H,d,8.3) , 7.95(2H,d,8.3) , 8.13(lH,dd,2.0,8.3) , 8.9 
6(lH,s), 9.24(lH,t,5.9), 9.63(lH,br.s) . 
IR(KBr) cm-1 : 3302 , 1636 , 1602 , 1523 , 1489 , 1457 , 1313 , 751 . 
[0 0 8 6] 

mmmi i 

n- (2-7$; -7 X.—JI) -4- [n — (2-^on-nf;>f^) ~T ^ J * 

K^Xy^ F m- 1 : -ft^##l 0 5) 
mp. 176-178*C (dec). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.54(2H,t,5.9) , 4.90(2H,br.s) , 6.60(lH,ddd 
,1.5,7.3,7.3), 6.78(lH,d,8.1) , 6.97(lH,ddd,1.5,7.3,7.3) , 7.18(lH,d,8.1) , 
7.48-7.54(3H,m), 7.94-7.99(3H,m) , 8.49(lH,dd,2. 1 ,5. 1) , 9.23(lH,br.t,5.9 
), 9.65(lH,br.s). 

IR(KBr) cm-1 : 3264 , 1649 , 1524 , 1400 , 1309 , 751 . 

[0 0 8 7] 
HJSMl 8 

N — (2 -75 J -y^—jv) -4- [N — (6-^Dnrnf;^fjb) 7$;^ 
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3^1/] ^>XT5 K m- 1 : it&m&^l 0 7) 
mp. 205-208r:(dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 5.57(2H,d,5.9) , 6.60(lH,dd,7.3,7.3) , 6.78( 
lH,d,8.1), 6.96(lH,dd,7.3,8.1) , 7.16(lH,d,8.1) , 7.45(2H,d,8.1) , 7.66QH, 
d,8.8), 7.95(2H,d,8.1), 8.27-32(lH,m) , 8.90(lH,d,2.1) , 9.38(lH,t,5.9) , 9 
.63(lH,s). 

IR(KBr)cm-l: 3318(br.) ,2929,1646,1590,1525,1503,1454,1108,745. 
[0 0 8 8] 

mmmi 9 

n- (2 -7^ j 7ai—ji) -4- (N->fv-3f ;>f^r^;^f^) 'O 

XT^ K 1 : it&m&^l 2 3) 

mp. 234-237lC(dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.57(2H,t,5.9) , 4.88(2H,br.s) , 6.59(lH,dd, 
6.6,7.3), 6.78(lH,d,8.1), 6.96(lH,dd,7.3,7.3), 7. 16(lH,d,7.3) , 7.45(2H,d 
,8.1), 7.81(2H,d,1.5,4.4), 7.95(2H,d,8. 1) , 8.75(2H,d,6.6) , 9.41 (lH,t,5.9 
), 9.62(lH,br.s). 

IR(KBr)cm-l: 3298,1646,1550,1525,1457,1304,843,760,695. 
[0 0 8 9] 

mmm 20 

n- (2-r^;7x-;i') -4- [n- 2 jjjitf-jvr 

$ j s<>xt$ k m- 1 : it&mm-^ 131) 

mp. 207t(dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.58(2H,d,5.9) , 4.88(2H,br.s) , 6.59(lH,dd, 
7.3,7.3), 6.77(lH,d,8.1), 6.94(lH,ddd,1.5,7.3,8.1) , 7. 15(lH,d,7.3) , 7.45 
(2H,d,8.1), 7.93(2H,d,8.1), 8.77(lH,d,1.5) , 8.90(lH,d,2. 1) , 9.21 (lH,s), 
9.55-9.61(2H,m). 

IR(KBr) cm-1 : 3368 (br . ) , 1657 , 1524 , 1455 , 1295 , 1023 ,751 . 
[0 0 9 0] 
1 
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N- (2-7U7i-^) -4- [N- (ft7i>-2->f^) ;i, 

^>X7$ F («- 1 :-fb^#-^13 4) 
mp. 202-205t:(dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.52(2H,t,5.9) , 4.88(2H,br.s) , 6.60(lH,dd, 
6.6,7.3), 6.78(lH,d,8.1) , 6.97(lH,dd,7.3,8. 1) , 7.15-7.18(2H,m) , 7.43(2H, 
d,8.1), 7.78(lH,d,4.4) , 7.82(lH,d,3.7) , 7.95(2H,d,8. 1) , 9.12(lH,br.t,5.9 
), 9.62(lH,br.s). 

IR(KBr)cm-l: 3306,1633,1523,1456,1297,750,716. 
[0 0 9 1 ] 

mmm 22 



4 1 



ajSE^f^O 9-307 



#3fl 8 — 258863 

N- (2-7^;7x^) -4- (N-7U>f^7^;^f^) ^>X7^K 

m~ 1 : 1 3 7 ) 

mp. 197°C(dec.). 

1H NMR(270MHz, DMS0-d6) 5 ppm: 4.59(2H,d,6.6) , 4.86(2H,br.s) , 6.59(lH,t,6 
.6), 6.63(lH,dd,1.5,3.6) , 6.78(lH,d,8. 1) , 6.96(lH,dd,7.3,6.6) , 7.10-7.20 
(2H,m), 7.41 (2H,d, 8.1), 7.84(lH,s), 7.94(2H,d,8.1) , 9.00(lH,br. t, 5.9), 
9.62(lH,s). 

IR(KBr)cm-l: 3245,1651,1573,1545,1323,1241,745. 

[0 0 9 2] 
mmM2 3 

n — (2 -y % j 7x^;i/) -4- [N- (tfn — 2 — >f ji>) fjjutf—frT 

^ J /<>X75 F m~ 1 : ffc 13 9) 

mp. 216-220r:(dec.) 

1H NMR(270MHz, DMS0-d6) 6 ppm: 4.50(2H,d,5.9) , 4.88(2H,br.s) , 6.10(lH,dd, 
2.1,5.9), 6.59(lH,dd,7.3,7.3), 6.77(lH,dd,1.5,8.1) , 6 . 84-6 . 88 (2H , m) , 6.9 
7(lH,ddd,1.5,7.3,8.1), 7.16(lH,d,7.3) , 7.41 (2H,d,8. 1) , 7.94(2H,d,8. 1) , 8 
.62(lH,br.t,5.9) , 9.62(lH,br.s) . 
IR(KBr)cm-l: 3275,1655,1584,1534,1458,1316,747. 
[0 0 9 3] 
4 

N — (2 -T ^ y73i— ;i/) -4- [N — (N' - IV^U - )V- 2-^)1) 
jtjfrTR-frT* J*?-)]/] KyXT^ K dm- 1 1 4 0 ) 

mp. 177-179°C(dec). 

1H NMR(270MHz, DMS0-d6) 5 ppm : 3.84(3H,s), 4.46(2H,d,5.9) , 4.88(2H,d,5.9) 
, 6.03(lH,dd,2.1,4.4), 6.59(lH,dd,8. 1 ,8. 1) , 6.77(lH,d,8. 1) , 6.84-6.97(2H 
,m), 7.16(lH,d,7.3) , 7.41 (2H,d,8. 1) , 7.93(2H,d,8.1) , 8.61(lH,t,5.9) , 9.6 
2(lH,br.s). 

I R (KBr) cm-1 : 3325 (br . ) , 1630 , 1551 , 1520 , 1507 , 1324 , 1265 , 1 154 , 740 . 
[0 0 9 4] 
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mmm 2 5 

N — ( 2 — T ^ J 7 x. —,71/) -4- [N- (>f y^-^rif 5 

) 7 ^ y KyXTS. K (^- 1 : ffc^S^ 14 3) 

mp. 183-185t:(dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.53(2H,d,6.6) , 4.89(2H,br.s) , 6.60(lH,dd, 
7.3,7.3), 6.78(lH,d,7.3), 6.97(lH,dd,7.3,8. 1) , 7.12(lH,d,2. 1) , 7.16(lH,d 
,8.1), 7.44(2H,d,8.1), 7.95(2H,d,8.1) , 8.76(lH,d,1.5) , 9.61 (lH,t, 5.9) , 9 
.64(lH,br.s). 

I R (KBr ) cm-1 : 3278 (br . ) , 1636 , 1576 , 1522 , 1458 , 1220 , 749 . 

[0 0 9 5] 
^MM2 6 

N- (2 -7^ J -73L-J]/) -A- [N- (3-^fMVf7y-;i/-5-^ 
frtf-Jl) 7^y*^;v] 'OXT^ K <M~ I : it&ty}^^ 1 4 4 ) 
mp. 168-169"C. 

1H NMR(270MHz, DKS0-d6) 8 ppm: 2.47(3H,s), 4.54(2H,d,5.9) , 4.89(2H,br.s) , 
6.60(lH,dd,7.3,7.3), 6.78(lH,d,7.3) , 6.97(lH,ddd,1.0,7.3,8.1) , 7.17(1H, 
d,7.3), 7.44(2H,d,8.1) , 7.73(lH,s), 7.96(2H,d,8.1) , 9.44(lH,t,5.9) , 9.64 
(lH.br.s). 

IR(KBr)cm-l: 3310,1637,1503,1294,751. 
[0 0 9 6] 



N- (2-7^7iiA) -4- [N — (>f ^ 4 - ^j;i//J<n;i/) y 

KJ***] ^>X7? K 1 :ffcl^J##14 5) 



1H NMR(270MHz, DMS0-d6) 8 ppm: 4.49(2H,d,6.4) , 4.87(2H,br.s) , 6.59(lH,dd, 
6.9,6.9), 6.77(lH,d,6.9), 6.96(lH,dd,7.4,7.4) , 7.16(lH,d,6.9) , 7.41 (2H,d 
,6.9),7.64(lH,br.s), 7.73(lH,br.s) , 7.92(2H,d,6.9) , 8.56(lH,br.t,6.4) , 9 
.61(lH,s), 12.5(lH,br.s). 

IR (KBr) cm-1 : 3278 (br.) ,1636,1576,1522,1458,1220,749. 



mm 2 7 



mp. (amorphous) . 
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[0 0 9 7] 

N- (2 — T ^ J Z7 x.—)l>y -4- IN- (3 -7^ J 7x^1^) Ti^^^T^ 
mp. 171-176"C 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.34(2H,d,J=5.9Hz) , 5.24(4H,br.s) , 6.48-6. 
63(4H,m), 6.78-6.81(lH,m), 6.94-7.00(2H,m) , 7.18(lH,d,J=8.1Hz), 7.34(2H, 
d,J=8.1Hz), 7.92(2H,d,J=8.1Hz), 8.50(lH,t,J=5.9Hz) , 9.61(lH,s). 
[0 0 9 8] 

mmm 2 9 

n- (2 -7^ J -7ol— -4- [n- (try 3 --r;i/) 7iz^;i/7^ 

mp. 127TC. 

1H NMR(270MHz, DMS0-d6) 5 ppm: 3.84(2H,s) ,4.40(2H,d,J=5.88) ,7. 15-7.29(3H, 
m) ,7.37(lH,d,J=6.62) ,7.43(2H,d, J=8.80) ,7.96(lH,m) ,7.98(2H,d, J=8.80) ,8.40 
(lH,d,J=8.80) ,8.79-8.87(3H,m) ,10.20(lH,s) . 
[0 0 9 9] 

mmms o 

n- (2-75 7 7x-;i/) -4- [3- (try py- 3 --r;i/) ^ntf>r>T 

5 F] ^fM>X75 F 1 : 5(Dfc&m) 

mp. lss-isex;. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 2.51 (2H,t,7.3) , 2.88(2H,d,7.3) , 4.31 (2H,d, 
5.9), 4.89(2H,br.s) , 6.60(lH,dd,7.3,8.1) , 6.78(lH,d,8.1) , 6.97(lH,ddd,l. 
5,7.3,8.1), 7. 16(lH,d, 8.1), 7.23(2H,d,8.8) , 7.28-7.33(lH,m) , 7.63(lH,d,8 
.1), 7.89(2H,d,8.1) , 8.41-8.45(3H,m) , 9.62(lH,br.s) . 
IR(KBr) cm-1 : 3407 ,3313 , 1640 , 1552 , 1522 , 1456 , 1309 ,746 ,717. 
[0 1 0 0] 

MMM 3 l 

N — ( 2 - 7 ^ ^ 7 -4- [N- (tfU Vy- 3 ->f JV) ^df^-fe^ 
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(3 1-1) ^iftthV^AO. 2 2g (5. 5 mmo 1 ) ©DMF (2m 
1) Jl^^fC, 3-t:Fn^i/tf'Ji/>0. 4 8g (5. Ommo 1) ©DMF 

(2ml) M?:SfitiTbfct, 1 BSISJiifLfc. #e>*ifc £*K# 
bfe^, ^/n^lM te rt-^f^/X^f;i/0. 8 1ml (5. 5 mmo 1 

Zii/VjtjtfJlZl^&irW? W , 7~74 — (? DDt^A : ®f*n^;i/ = 5 : 1) 

-e^^t^r £ic<t y, 3 - tru ^^^-^s/W^ tert-^ixf^o 

. 34 g (JR^3 2. 5%) £M«*PfK^£ LT#fc 0 

1H NMR(CDC13) 5 ppm: 1.49(9H,s), 4.56(2H,s), 7. 18-7.24(2H,m) , 8.26(lH,dd, 
J=1.5,3.6Hz), 8.32(lH,d,J=2.9). 
[0101] 

(3 1-2) XM (3 1 - 1 ) (Dit&fyiO. 1 4 g (0. 6 7 mmo 1 ) <DV 
?UU*&Z/ (2ml ) ^WiZ. V V yjV7tum^2 m 1 $rtiQX.X^WV3 H#H9i 

ffc^-r grille J: y> 3-ify ^;T^@^hU:7;i/;frnii^i&o. 15 

g (t^8 3. 8%) &M@fti:bt#fc. 

1H NMR(DMS0-d6) 5 ppm: 4.86(2H,s) , 7.57(lH,dd, J=4.4,8. 1Hz) , 7.67(lH,ddd, J 
=1.5, 1-5, 8.8Hz) , 8.31(lH,d,J=5.1Hz), 8.46(lH,d, J=2. 1Hz) , 13(lH,br.s). 
[0 10 2] 

(3 1-3) X.M (3 1-2) (Dit&mi 0 Omg (0. 3 7 mmo 1) 
Tf^faWKDXM (1-4) -^m^tlf^t^^2 5 5mg (0. 7 5 mmo 1) 
(D^na*#> (5 ml) Mffit&fc b V ^ $ > 0 . 14ml (1. Om 

moi) &Mx-> *k#b£ 0 MT2-^na-N, N' - % #VU 

r>f^A^D7-YKl4 0mg (0. 83mmol) <Di/#UU*#> (6ml 
[0 10 3] 
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3£fc£*;, n- [2- (n- t e r t ;v) 7^;7x^;i/ 

] -4- [n- (try 3 -^f;i/) ^^i/Tiz^-;i/T^ y ^>xr 

^ko. 3 7 g (femm) ^ifeWititffc. 

1H NMR(CDC13) 6 ppm: 1.52(9H,s), 4.62(2H,s), 4.63(2H,d, J=7.3Hz) , 6.76(1H, 
br.s), 6.9-7.0(lH,br.s) , 7. 15-7.35 (5H,m) , 7.40(2H,d,J=8.1Hz) , 7.82(lH,d, 
J=8.1Hz), 7.95(2H,d,J=8.1Hz), 8.32(lH,dd,J=2.1,4.4Hz) , 8.37(lH,d, J=2.8Hz 
), 9.20(lH,br.s). 

[0 1 0 4] 

(3 1 - 4 ) (3 1 - 3 ) tfHfc-o-^ 175mg (0. 37mmol) <DV 

(2ml) -*#J-JV (2ml) ?g?glC, 4 g|j£*tLgft- V* ( 

2mi) &M%-T^UT'2mmmm>fe a mmmm^ta^r^> mm^^-z 

SrillCcfctJ, N- ( 2 — T ^ J ~7 3L—)\>) -4- [N- (tru 3 -- f/I/ 

) *3r*/7M*JU?^ S ^>X7^ K9 0mg (JR^6 4. 6%) £?L 

1H NMR(DMS0-d6) 5 ppm: 4.42(2H,d,J=5.9Hz) , 4.69(2H,s), 4.89(2H,br.s) , 6.5 
9(lH,dd,J=7.3,8.1Hz) , 6.78(lH,d, J=8. 1Hz) , 6.97(lH,dd, J=6.6,7.3Hz) , 7.16( 
lH,d,J=7.3Hz) , 7.33-7.39(4H,m), 7.92(2H,d, J=8.1Hz) , 8.21 (lH.dd, J=1.5,4.4 
Hz), 8.35(lH,d,J=2.9Hz) , 8.80(lH,br.t,J=5.9Hz) , 9.63(lH,br.s) . 
IR(KBr)cm-l: 3307, 1672, 1631, 1523, 1456, 1429, 1269, 1231, 803, 1756. 
[0 10 5] 

mmm 3 2 

N- (2-T^y^cn— -4- [ (tf U Vy- 3 ;* h 3f # ;i/ >tf — 

(3 2-1) 3-bf'Ji/Vl/^^y-;i/3 84mg (3. 5 2mmol) 5:5m 
1 tf>i£^TH FtCig^U N, N* -W-;i/^5^;-A5 2 3mg (3 



miEff 3 ! 1 09-3076362 



8 — 258863 



. 2 2mmol) &^UT°Mx.f~ 0 l&mWtWLf^ HJM 1 ©X® (1-4 
) <Dfc-&W 1 . 0 g (2. 9 3 m m o 1 ) ©fg*|"T H F 6ml £ AOx. fe 0 
[0 10 6] 

^We—&ikM^ fnn^Ml 00ml fc^Dx., *20mlt3 HfSfci£ L 

i/ U * ^f;v^j 7 A ^ n •? h ^5 7 - (# n n/i>;i/A : ^ # j -;v= s 

0:1) tilt, N- [2 - (N- t e r t —~J b * is % )V — Jl) 7^ J V 

-4- [ (try v>- 3 ->f * b^s/#;vtft— y^y*^;^ 

>X7^ K 1 - 2 7 g fcT^l/^T^Hft:*: btffc (5&ftlft) „ 
1H NMR(270MHz, CDC 1.3) 8 ppm: 1.51(9H,s), 4.45(2H,d,J=5.9Hz) , 5.16(lH,s), 
7.1-7.5(7H,m), 7.70(lH,d, J=8.1Hz) , 7.80(lfl,d, J=7.3Hz) , 7.93(lH,d,J=8.1Hz 
), 8.57(lH,d,J=4.4Hz), 8.63(lH,s), 9.17(lH,s). 
[0 10 7] 

(3 2-2) JlM (3 2-1) CD-ft^ftl. 2g (2. 8mmol) 

i. 5^^^bfeo #7Km^-^ by ?A?K?§Mlc&tt£:^ ^nnj}>;i/A6 0 

ml^3iaftlffib^ 0 tM^&^TKT* 2 EISfc#^ ^*«KBlT^*'S/^A*Ctt«L/ 
> mmVXO. 8 8 g<D$gHS:#£ 0 oV^:n#y-;i/l 6mlTSiei$:^ 
, N- (2-7U7i-^/) -4- [ (tf U >^>- 3 --f ;i/) ;* b3r$/#/l/2K 
7^;^fM>X75K6 6 8mg (Jfc^P 7 3 %) 
[0 10 8] 
mp. 159-160*C. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.28(2H,d,J=5.9Hz) , 4.86(2H,s), 5.10(2H,s) 
, 6.60(lH,t,J=7.3Hz) , 6.78(lH,d, J=7Hz) , 6.97(lH,t,J=7Hz) , 7. 17(lH,d, J=8H 
z), 7.3-7.5 (3H,m) , 7.78(lH,d, J=8Hz) , 7.93(2H,d, J=8Hz) , 8.53(lH,d, J=3.7Hz 
), 8.59(lH,s), 9.61 (lH,s). 

IR(KBr) cm-1 : 3295 ,1648 , 1541 , 1508 , 1457 , 1309 , 1 183 , 742 . 

mtfcm 3 2 izmMt. mu<D^mz «£ y , mmw 3 3 hmMm 5 3 oit&m * 
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[0109] 

mmm 3 3 

n — ( 2 — 7 ^ j 7i^i/) -4- (^>^;i/^^rS/*;i/^— y^y*^;i/ 

<>X7^ K (m~ 1 : 1 1 ) 

mp. 174-178*0. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.28(2H,d,5.9) , 4.89(2B,br. s) , 5.06(2H,s) 
, 6.59(lH,dd,7.3,8.1) , 6.78(lH,d,8.1) , 6.97(lH,dd,7.3,8.1) , 7.16(lH,d,7. 
3) ,7.3-7.4(6H,m), 7.93(3H,m), 9.63(lH,s). 
IR(KBr) cm-1 : 3332 , 1687 , 1652 , 1536 , 1456 , 1279 ,747 . 
[0 110] 

mmm 3 4 

N — (2 -y$ j 7xr;i/) -4- [ (4- (>f $#V-/i/- 1 ->f/i/) "OS? 

mp. 195-198X;. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.29(2H,d,J=6.6Hz) , 4.88(2H,s), 5.10(2H,s) 
, 6.60-6.63(lH,m) , 6.78(lH,d, J=8. 1Hz) , 6.97(lH,t,J=7.3Hz) , 7.11(lH,s), 7 
.16(lH,d,J=7.3Hz) , 7.37(2H,d,J=8.1Hz), 7.49(2H,d,J=8.8Hz) , 7.66(2H,d, J=8 
.1Hz), 7.74(lH,s), 7.92-7.96(3H,m) , 8.25(lH,s), 9.62(lH,s). 
[0 111] 

mmm 3 5 

n — (2 -y ^ ; -7 3L—jv) -4- [ (\£v*?>--2-4fr) ^ b^--y^^^~ 

TU^fM>X7U* (^-1 : ft-^4fe## 5. 1 ) 
mp. 166-167^. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.30(2H,d,5.9) , 4.88(2H,br.s) , 5.12(2H,s), 
6.60(lH,dd,7.3,8.1) , 6.78(lH,d,8. 1) , 6.97(lH,ddd,1.5,7.3,8.1) , 7.16(1H, 
d,7.3), 7.33(lH,dd,3.7,7.3) , 7.40(3H,d,8. 1) , 7.83(lH,ddd,1.5,7.3,8.1) , 7 
.94(2H,d,8.1) , 8.03(lH,t,5.9) , 8.55(lH,d,5. 1) , 9.62(lH,br .s) . 
IR(KBr) cm-1 : 3334 , 1694 , 1632 , 158 , 1276 ,755 . 
[0 112] 
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mmm 3 6 

N- (2-7^7ilM -4- [2- CfcT-y >^">- 2 ->f mh^f 
jjf-^/] 7^;^fM>X7$K 1 :^fb^##5 2) 

mp. 146-148"C. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 3.04(2H,t,6.6) , 4.23(2H,d,5.9) , 4.36(2H,t, 
6.6), 4.88(2H,br.s), 6.60(lH,dd,7.3,8. 1) , 6.78(lH,d,8.1) , 6.97(lH,dd,7.3 
,8.1), 7.15-7.30(3H,m) , 7.34(2H,d,8. 1) , 7.69-7.77(2H,m) , 7. 92(2H ,d,7.3) , 
8.50(lH,d,4.4) , 9.62(lH,br.s). 
IR(KBr) cm-1 : 3330 , 1690 , 1633 , 1594 , 1524 , 1277 , 760 . 
[0 1 13] 

n- (2 -y i= j ~73L—)\s) -a- [ ( 6 -*^;i/tfy Vy- 2 ->f ;i/) * h3p 

7^;^fM>X7^K (^-1 :MSf 59) 

mp. 138T}. 

1H NMR(270MHz, DMS0-d6) 8 ppm : 2.47 (3H,s), 4.30 (2H,d, J=5.9) , 5.07 (4H,s 
), 6.63 (lH,t,J=8.1) , 6.80 (lH,d,J=7.34) , 6.98 (lH,t,J=8. 1) , 7.18 (3H,d, 
J=7.3), 7.40 (2H,d,J=8.1), 7.71 (lH,t,J=8. 1) , 7.94 (2H d,J=8.1), 8.03 (1 
H,t,J=5.9), 9.66 (lH,s) 
IR(KBr) cm-1 : 1259 , 1634 , 1693 , 3335 . 

[0 1 14] 
mMM 3 8 

n- (2 -r^ j 7x^;i/) -4- [ (2 -try vy- 3 ->r;i/) xhdp>>^;i/ 

7^;^fM>X7U* (^-1 : ft^tf 8 3 ) 
mp. 120-125T}. 

1H NMR(270MHz, DMSO-d6) 8 ppm : 2.91 (2H,t,J=6.60) , 4.22 (4H,t, J=6.6) , 4.8 
9 (2H,s), 6.55-6.63 (lH,m), 6.78 (lH,dd,J=8.1,1.5) , 6.97 (lH,t,J=6.6) , 7 
.17 (lH,d,J=6.6) , 7.33 (3H,d,J=8.1) , 7.69 (lH,d, J=8. 1) , 7.79 (lH,t,J=6.6 
), 7.93 (2H,d,J=8.0) , 8.43-8.49 (2H,m), 9.62 (lH,s). 
IR(KBr) cm-1 : 1260 , 1655 , 1705 , 3234 . 
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[0 115] 

n- (2 -r^ j 7xn;i/) -4- [3- (try s;>- s ->f /i/) ynif;i/^-^ 

mp. 121-124T3. 

1H NMR(270MHz, DMS0-d6) 5 ppm: 1.83-1. 94 (2H,m) , 2.67(2H,t,7.3) , 3.98(2H,t 
,6.6), 4.26(2H,d,5.9) , 4.89(2H,br.s) , 6.60(lH,dd,8.1 ,8. 1) , 6.78(lH,d,7.3 
), 6.97(lH,ddd,1.5,7.3,8.1), 7.16(lH,d,8.1) , 7.29-7.33(lH,m) , 7.37(lH,d, 
8.1), 7.64(lH,d,8.1), 7.81(lH,dd,5.9,6.6) , 7.94(2H,d,8. 1) , 8.40-8.44(2H, 
m), 9.63(lH,br.s). 

IR (KBr) cm-1 : 3348 , 1696 , 1635 , 1523 , 1458 , 1302 , 1272 , 1 141 , 1019 ,754 ,713. 

[0 116] 
HJfe$l4 0 

N — (2 -75 J 7jz—JI) -4 - [ (2 -*^;i/fc?y S?>- 3— >f /I/) * h 3f 

i/jjjvtf-M 7^;^fM>X75K m- l :ffc^##9 2) 

mp. 164-165t:. 

1H NMR (270MHz, DMS0-d6) 5 ppm : 2.49(3H,s), 4.28(2H,d,J=6.6) , 4.89(2H,s), 
5.10(2H,s), 6.60(lH,t,J=6.6), 6.78(lH,d,J=8. 1) , 6.9(lH,t, J=7.3) , 7.17(1 
H,d,J=7.3), 7.21-7.26(lH,m), 7.37(2H,d,J=8.1) , 7.68(lH,d, J=6.6) , 7.92-8. 
00(3H,m), 8.39(lH,d,J=4.4), 9.62(lH,s) 
IR (KBr ) cm-1 : 1260 , 1630 , 1719 , 3332 . 
[0 1 1 7] 
1 

N — (2-75 J yaL—Ay) -4 - [ ( 6 - ;* ^-JV\f V i?>- 3 --f;i/) ;* 
Z/J])ltf-)V] 75 7/ f M>X7 5 F (^-1 : ft^it^ 9 4 ) 
mp. 164-165°C. 

1H NMR(270NHz, DMS0-d6) 8 ppm : 2.46(3H,s) ,4.27(2H,d, J=6.6) , 4.88(2H,s), 
5.05(2H,s), 6.59(lH,dt,J=8.1,1.5) , 6.78(lH,dd,J=8.1,1.5) , 6.97(lH,dt,J=7 
.3,1.5), 7.17(lH,d,J=7.3) , 7.26(1H d,J=8.1), 7.36(2H,d, J=8.1) , 7.67(lH,d 
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d,J=8.1,2.2), 7.93(3H,d,J=8.1), 8.45(lH,d,J=1.5) , 9.62(lH,s). 
IR(KBr) cm-1 : 1260 , 1632 , 1701 , 3293 . 
[0 118] 

mmm 4 2 

n- (2-7 5;7i-;i/) -4- [ (2-*onfcrys?>-3->f/i/) 

7^;^fM>X75F Ofe- 1 : 10 6) 

mp. 159-169TC. 

1HNMR (270MHz, DMS0-d6) 8 ppm : 4.30(2H,d, J=5.9) , 5.00(2H,s), 5.13(2H,s), 
6.61(lH,t,J=7.34), 6.79(lH,dd,J=8.1,1.5), 6.98(lH,dt,J=7.3,1.5) , 7.17(1 
H,d,J=6.6), 7.39(2H,d,J=8.8), 7.47-7. 52(1H, m) , 7.91-7.96(3H,m) , 8.08(1H, 
t,J=5.9), 8.40(lH,dd,J=4.4,l-5) , 9.64(lH,s). 
IR(KBr) cm-1 : 1273 , 1632 , 1702 ,3340 . 
[0 119] 

mmm* 3 

N- (2 -rs J -7=slzl -4- [ (6-*nntry s»-s->f;i/) *hsf 

mp. 180-185T;. 

1H NMR (270MHz, DMS0-d6) 8 ppm : 4.24(2H,d, J=5.9) , 4.89(2H,br.s) , 5.10(2H, 
s), 6.60(lH,t,J=7.3), 6.78(lH,d,J=8.1), 6.97(lH,dt, J=8. 1 ,1.5) , 7.16(lH,d 
,J=6.6), 7.37(2H,d,J=8.1), 7.56(lH,d, J=8. 1) , 7.85-8.02(4H,m) , 8.44(lH,d, 
J=2.2), 9.62(lH,s). 

IR(KBr)cm-l: 1271,1533,1696,3282,3346. 

[0 12 0] 
HJ&M 4 4 

n— (2-7U7i-;i/) -4- [ (try vi/- 4 ->f * 

7$;^fM>X7$ F 1 : it^m^l 2 1) 

mp. 180-183X:. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.30(2H,d,6.6) , 4.89(2H,s), 5.12(2H,s), 6. 
60(lH,dd,7.3,7.3), 6.78(lH,dd,1.5,7.3) , 6.97(lH,ddd,1.5,7.3,8.1) , 7.16(1 
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H,d,7.3), 7.34(2H,d,5.9), 7.39(2H,d,8. 1) , 7.94(2H,d,8.1) , 8.09(lH,t,5.9) 
, 8.57(lH,d), 9.64(lH,br.s). 

IR(KBr) cm-1 : 3394 , 3290 , 1711 , 1645 , 1624 , 1535 , 1504 , 1321 , 1251 , 1 138 ,1049 ,763. 

[0121] 
MMM* 5 

N — (2 -7^ J Vtsl— JV) -4- [2- aiy- 3 i )V) xh=3f£/;2j 

jbis-n,] 7^;^fM>X7^ f (^-i -.it^m^km 3 6) 

mp.l28-138r:. 

1H NMR(270MHz, DMS0-d6) 8 ppm : 2.90(2H, t, J=7.3) , 4. 17-4.26 (4H,m) , 4.89(2 
H,s), 6.60(lH,t,J=8.1), 6.78(lH,d,J=6.6), 6.97(lH,t,J=7.3) , 7.06(lH,d,J= 
5.1), 7.17(lH,d,J=7.3), 7.26(lH,s) , 7.36(2H,d,J=8.1) , 7.47(lH,t, J=2.2) , 
7.81(lH,t,J=5.9), 7.93(2H,d,J=8.1) , 9.63(lH,s). 
IR(KBr)cm-l: 1252,1638,1716,3314. 
[0 12 2] 
6 

n — (2-7^^71 —)i>) -4- [ (3 - -yzsL— ;i/^-^r-9-y~;ix- 5 --f;i/) 

^ h*risiJ)Vj$— fr] 7^;^fM>X7^K (^-1 : 1 4 1 ) 

mp. 192-195r. 

1H NMR(270MHz, DMS0-d6) 5 ppm: 4.30(2H,d, J=5.9) , 4.89(2H,s), 5.25(2H,s), 
6.60(lH,t,J=6.6), 6.68(lH,d,J=8.1), 6.94(lH,t, J=7.3) , 7.09(lH,s), 7.16(1 
H,d,J=7.3), 7.39(2H,d,J=8.1), 7.51 (4H,d, J=2.2) , 7.87-7. 96(5H,m) , 8.12(1H 



,t,J=5.9), 9.63(lH,s). 
IR(KBr) cm-1 : 1262 , 1630 , 1718 ,3292 . 
[0 12 3] 

7 

N — j y jl—jv) -4- [ (^7 5 --r;i/) * V^-i/iJ)^ 

7^;^fM>X75F (31-1 14 7) 

mp. 168-175TC. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.28(2H,d,5.9) , 4.91 (2H,br.s) , 5.30(2H,s), 
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6.60(lH,dd,7.3,7.3), 6.78(lH,d,8.1) , 6.97(lH,dd,7.3,8. 1) , 7.16(lH,d,7.3 
), 7.36(2H,d,8.1), 7.91-8.00(4H,m) , 9.09(lH,s), 9.63(lH,s). 
I R (KBr) cm-1 : 3346 (br . ) , 1697 , 1636 , 1525 , 1456 , 1271 , 873 , 753 . 
[0 12 4] 

mMM4: 8 

N- (2 -7$ J 7x-;V) -4- [2- ( 4 - * ^;i/^7 ^J-)V~ 5 - <i 
^btrZsJjJltf—Jl] 7^;^fM>X7^F (^§- 1 : ft^Wf 14 8) 
mp. 130-133"C. 

1H NMR(270MHz, DMS0-d6) 8 ppm : 2.32(3H,s), 3.07(2H,t, J=5.9) , 4.15(2H,t,J 
=5.9), 4.25(2H,d,J=6.6), 4.89(2H,s), 6.60(lB,t,J=5.9) , 6.78(lH,dd, J=7.3, 
1.5), 6.97(lH,dt,J=7.3,1.5) , 7. 16(lH,d,J=8. 1) , 7.35(2H,d, J=8.1) , 7.83(1H 
,t,J=5.9), 7.94(2H,d,J=8.1) , 8.85(lH,s), 9.62(lH,s). 
IR(KBr)cm-l: 1270,1635,1691,3350. 
[0 12 5] 

mmffl* 9 

n- (2-75;7x^;i/) -4- i ( i -^^^/tr^u vz/- 3 ->f ;i/) .* h 

^rS/*;i/3^— 7^;^fM>X7^K (^-1 : flS-&4&## 1 5 2 ) 
mp. 130-1351C. 

1H NMR(270MHz, DMS0-d6) 8 ppm : 1.49-1. 78 (3H,m) , 1.83-2.01 (3H,m) , 2.30(3H 
,s), 2.85(2H,t), 3.74-3.94(2H,m), 4.25 (2H,d, J=5.8) , 6.55-6.62 (3H,m) , 6.7 
8(lH,d,J=8.1) , 6.97(lH,t,J=7.3), 7. 16(lH,d, J=8. 1) , 7.37(2H,d,J=8.1) , 7.7 
9(lH,t,J=6.6) , 7.93(2H,d,J=8.0), 9.66(lH,s). 
I R (KBr) cm-1 : 1263 , 1648 , 1702 , 2722 , 3323 . 

[0126] 
MMM 5 0 

N- (2 -T ^ J 7x-;i/) -4- [ (4 -HV-fl/HI^VZ/- 1 ->f/l/) * h 
*i/jj)Vtf-;n 7^;^fM>X7^F (^-1 : WL^m^^ 1 5 3 ) 
mp. 145-155"C. 

1H NMR (270MHz, DMS0-d6) 8 ppm : 1.73(2H,t , J=6.6) , 2.36-2.63(13H, m) , 4.00 
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(2H,t,J=6.6), 4.30(2H,d,J=5.8), 6 . 55-6 . 63 (4H , m) , 6.78(lH,d,J=6.6) , 6.97( 

lH,t,J=7.3), 7.16(lH,d,J=7.3), 7.37(2H,d, J=8.7) , 7.73(lH,t,J=5.9) , 7.94( 
2H,d,J=8.0) , 9.66(lH,s). 
IR(KBr)cm-l: 1262,1701,2706,3341. 
[0 12 7] 

m&m 5 1 

N- (2-75. J -7 3L—;V) -A - I (fh7tKD77>-3-^^) * K^f 
i/JjJVtf-JVl 7$. J ^^^>X75 K (^-1 :^fb^#-^15 5) 
1H NMR(DMS0-d6) 8 ppm: 1.50-1.60(lH,m) , 1.88-2.00(lH,m) , 2.44-2. 54 (lH,m) , 
3.41-3.47(lH,m), 3 . 56-3 . 77 (3H , m) , 3.85-4.04(2H,m) , 4.25(2H,d,J=5.9Hz) , 

i 

4.89(2H,s), 6.60(lH,dd,J=7.3,7.3Hz) , 6.78(lH,d, J=8. 1) , 6.97(lH,dd, J=7.3, 
8.1Hz), 7.17(lH,d,J=8.1), 7.37(2H,d,J=8. lflz) , 7.81(lH,t,J=5.9Hz) , 7.94(2 
H,d,J=8.1), 9.62(lH,br.s). 

IR(KBr)cm-l: 3349,1695,1635,1523,1457,1259,754. 
[0 12 8] 
5 2 

N- (2-T^ J 7ai— -4- (7x;^i/A;i/^) 7^ J ^^-)]y<y 
XT^ K (*- 1 : it&&tt 12) 
mp. 174-175*0. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.36(2H,d,5.9) , 4.90(2H,br .s) , 6.60(lH,dd, 
7.3,7.3), 6.77(lH,dd,7.3,7.3), 6.98(lH,ddd,1.5,7.3,7.3) , 7 . 05-7 . 24 (4H , m) 
, 7.39-7.46(4H,m), 7.97(2H,d,8.1) , 8.41 (lH,t, 5.9) , 9.65(lH,br.s) . 
IR(KBr)cm-l: 3443,3362,3313,1732,1706,1636,1527,1493,1458,1305,1217,748. 
[0 12 9] 

mmm 5 3 

N- (2-75;7i-^) -4- [ (£1) 2?>-3 ->f/l/) **ri/i];i#-)l 
mp. 209"C(dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.38(2H,d,6.6) , 4.90(2H,br.s) , 6.55-6.63(1 
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H,m), 6.78(lH,d,8.1), 7.00(lH,dd,7.3,7.3) , 7.17(lH,d,8.8) , 7 . 37-7 . 47 (3H , 
m), 7.64(lH,d,8.8), 7.97(2H,d,8. 1) , 8.43(2H,d,3. 1) , 8.59(lH,t,5.9) , 9.66 
(lH,br.s). 

[0 13 0] 

n- (2-7$;7x~;i/) -4 - [ (tru^>-3->f;i/) * h^-t/^-yt^^ 

tf-M J *7-)V<yXT $ K 1 : it^mm^rS 6) 

(5 4-1) 3 - tf U £>Vl/;* # S — ;i/2 0 mg (0. 18mmol) £ 5 m 1 

(DnrnTHFizmmh. n, n' -f ^*^--«/^-f ^ 3 o m g co 
. 1 6 mmo 1) z^ux*iMZ-r=. 0 m&MWht^ mMMionn (1-4) 

CD^b^t 5 0 m g (0. 14mmol) *.1$lX.t=. 0 
[0131] 

m^X*— ^ VUU ti\A/ks 10 0ml £j&DX.> *20mlt*3 ElSfc^ L 

jjtfji/ft^&vw? h ?=7-7 j — (# n : * # y -;i/= 3 o 

: 1 ) N- [2- (N-tert - -f V *r S/jlfrtf— fr) 7^^ 7x 

n -4- c (vf y 3 ->f /i/) ^ hdr^^^-*;i/^— /i/] 7^*^/1/ 

/<>X75F7 0mg 0R^8 8%) ^y^^^T^tbtffco 
1H NMR(270MHz, DMS0-d6) 8 ppm: 1.45(9H,s), 4.73(2H,d, J=5.9Hz) , 5.52(2H,s) 
, 6.73-7.33(3H,m), 7 . 35-7 . 43 (2H , m) , 7 . 58-7 . 95 (5H , m) , 8. 14-8.65(3H,m) , 9. 
80(lH,s), 9.91(lH,t). 
[0 13 2] 

(54-2) Xi (54-1) <Dit&%95 Omg (0. 10 mm o 1 ) # 

*;i/Ai omi -e3tmi*ffib^o ^^7KT-2ta^#^ t*iiiv^^e/^ 

AT«b> iilt34mg (iR^8 7%) ©N- (2-7^ ; 7i-;i/) - 

4 - [ (try 3 ->f/i/) * t^/^^^'O^t 
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mp. 154-1561C(dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.73(2H,d, J=5.9Hz) , 4.88(2H,s), 5.52(2H,s) 
, 6.60(lH,t,J=7.3Hz) , 6.77(lH,d,J=8.1Hz), 6.96(lH,t,J=8.1Hz) , 7.16(lH,d, 
J=7.3Hz), 7.29-7.41(3H,m), 7.83-7. 95 (3H,m) , 8.50-8.56(lH,m) , 8.65(lH,s), 
9.62(lH,s), 9.93(lH,t). 
[0133] 

mmm 55 

n — (2-r>;7i-^/) -4- [n* - (tf y py- 3 -^frU-M 
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(55-1) 3 -fcfn V ;i/T ^ y (0. 2 8 g, 2. 6 mmo 1 ) ©THF ( 1 
Oml) ^JC^?S7?N, N' $ #V-;i/ (0. 4 2 g, 2. 

4 mmo 1 ) &ADx.> 1 B#|^jf #L,fc 0 ZKO^iC^M^HJfeM 1 ©Xl ( 1 - 
4) T'&bftfrit&ys (0. 5 8g, 1. 8mmol) fcitJ;*-, 3B#f^#bfc 

[0 13 4] 

?-Jfl-*# / -;i/=l 0 : 1) -effiigLT. N- [2 - (N-tert-^h3f 

Jl) T 5. J ~\ 7i-)l/-4 - [N' - (tTU 3 -^JV^^-Jl) 

F^^;i^] K (0. 7 7g, 9 0%) &e6TW7X^@ 

1H NMR(270MHz, CDC 13) 8 ppm: 1.46(9H,s), 4.20(2H,d,5.1) , 4.28(2H,d,4.3) , 
6.1-6.3(2H,bm), 7.0-7.25(4H,m) , 7.33(lH,d,7.3) , 7 . 49-7 . 54 (2H , m) , 7.58-7. 
64(3H,m), 7.75(lH,s), 8.28(lH,br.s) , 8.39(lH,d,5. 1) , 9.65(lH,br.s) . 
[0 13 5] 

(5 5-2) Jim ( 5 5 - 1 ) Hmtcit'&m ( O . 6 3g, 1. 3 2 mmo 1 
) <DP*3rV> (4 ml) - * Z J - )\s (2ml) mWLlZ 4 Mfe&M- 
y (4ml) SriniL, iS2lH«Lfc„ f&ftJMW*?:^*^ #»x^ 

-7^ ;7i-;i/) -4- [n' - (tf y 3 -^r ;i/*^;i/) -?i/>f F^f 

^>X7^ K (0. 3 7g, 7 4. 7%) ^feiftfclt#fc 0 
[0 13 6] 
mp. 167-1751C. 

1H NMR(270MHz, DMS0-d6) 8 ppm : 4.27(2H,d,5.9) , 4.31 (2H,d, 5.9) , 4.89(2H,b 
r.s), 6.57-6.63(3H,m), 6.78(lH,d,8.1) , 6.97(lH,dd,7.3,8. 1) , 7.17(lH,d,7. 
3), 7.32-7.38(3H,m) , 7.66(lH,d,8. 1) , 7.93(2H,d,8. 1) , 8.44(lH,d,5. 1) , 8.4 
9(lH,d,2.1), 9.63(lH,br.s). 
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I R (KBr) cm-1 : 3344 , 3241 , 1645 , 1560 , 1527 , 1505 , 1283 , 751 ,708 . 
[0137] 

&f&Vfe 0 JS*T£. {£&QK?>m& (mp.) , 1H MR, IR<Z>$fjM£aVt 0 
N- (2 — J ~7 3L—)V) -A- [N* - (3-7^7i-^ tfl/>f 
mp. 206-208'C(dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.35(2H,d, J=5.9Hz) , 4.93(4H,br.s) , 6.13(1H 
,d,J=7.3Hz), 6.51-6.62(3H,m), 6.74-6. 98(3H,m) , 7. 12-7. 18(lH,m) , 7.41 (2H, 
d,J=8.1Hz), 7.94(2H,d,J=8.1Hz), 8.28(lH,s), 9.61(lH,s). 

[0 13 8] 

7 

N- (2 -7$ J 7i->«/) -4- [N' - (try 3 ->f/l/) 9 U-f K ^ 

^/b] ^>X7^ K (31 - 1 : ikiamm^8 7) 
mp. 187-1 90*0. 

1H NMR(270MHz, DMS0-d6) 6 ppm: 4.39(2H,d,5.9) , 4.89(2H,br.s) , 6.59(lH,d,7 
.3,7.3), 6.77(lH,d,6.6), 6.88(1H, t,5. 9) , 6.97(lH,ddd,1.5,6.6,7.3) , 7.16( 
lH,d,8.1), 7.26(lH,dd,4.4,8.1), 7.42(2H,d,8.8) , 7.95(2H,d,8. 1) , 7.89-7.9 
6(lH,m), 8.12(lH,dd,1.5,4.4), 8.56(lH,d,3.0) , 8.85(lH,s), 9.62(lH,s). 
IR (KBr) cm-1 : 3248 , 1663 , 1541 , 1423 , 1280 , 1 054 . 
[0139] 

mmm 5 8 

N- (2 — T ^ J "7oc— -4- [N* - (3 -T^ J 7 JV) ^XVU^ 

K*^;i/] KyXT$ K 1 : -ffr&*»##2 5) 

mp. 123°C(dec). 

1H NMR(270MHz, DMS0-d6) 5 ppm: 4.80(2H,d, J=5. 1Hz) , 4.87(2H,s), 5.12(2H,s) 
, 6.36(lH,dd,J=1.5,8.1Hz) , 6.48-6.63(3H,m) , 6.78(lH,d, J=6.6Hz) , 6.94-7.0 
0(2H,m), 7.17(lH,d,J=8.1Hz), 7.42(2H,d,J=8.1Hz) , 7.92-8.01 (3H,m) , 9.46(1 
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H,s), 9.61(lH,s). 
[0140] 

mmm 5 9 

n — (2-r*;7i-;v) -4- [n' - (3 -n hn^ai— ^ar^t u>r 

^>xr^ K (3t- 1 : lt&m&^2 0) 

mp. 160TC(dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.87(2H,d,J=5. 1Hz) , 7 . 27-7 . 33 (3H , m) , 7.46- 
7.63(5H,m), 7.89-7.95(2H,m) , 8.05(2H,d,J=8. 1Hz) , 8.70(lH,s), 8.84(lH,t,J 
=8.9Hz), 10.37(lH,s). 
[0141] 

mmm g o 

N- J y ji—JV) -4- [2- (N- (tfU 3 ->f ;i/Tir^;i/ 

) T^/) ^>X75 F (^-1 :fb^-#f##7 7) 

(60-1) f U7^;i/7^ftKi3. 40g (22. 6 mmol )<£>/!/ 
:e> (2 5ml) 5®TOJC^^-n^/^ n ^-f K (4 ml) £;&Dx.. 2 B#K#Dg& 

wvt=. 0 m^n. &m*W3kvm?>nfem&itTHF (somi) izmmv. 

ZU^J K£ifigL£: 0 (DJim (1-2) (Dit^^iA. 1 6 g (2 0. 

Ommol) ©THF (10ml) b U xf;i/7 ^ > (6ml, 4 2. 8 

mmol) SrfltJ;*., $ £>{C?5lCff$gL£:^ U F£*k#T 3 0 #jWC»T 

[0 14 2] 

7>f - (#an3ft;i/A->#cm/ft;i/2* : Bf^:n^;b = 1 o : l ) -es|i§gL> N- 

[2- (N- t e r t -^>^e/^j;i/7ifn;i/) T ^ 7 7x-jl/] - 4 -7fc;i/^ ;i> 
^>X75 F3. 4 2g (JR^5 0. 2%) &$>*©&®fls£:LT*&£ 0 
1H NMR(CDG13) 8 ppm: 1.52(9H,s), 6.77(lH,br.s) , 7. 16-7.18(2H,m) , 7.23-7.2 
6(lH,m), 7.88(lH,d,J=8.8Hz) , 7.98(2H,d, J=8.8Hz) , 8. 13(2H,d, J=8.8Hz) , 9.5 
7(lH,br.s), 10.11(lH,br.s). 
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IR(KBr) cm-1 : 3326 , 3251 , 1707 , 1696 , 1659 , 1603 , 1165 . 
[0 14 3] 

(6 0-2) (6 0 - 1 ) V^^>^f=.it^^}3. Og (8. 8 2mmol 

) itfx h^r>>3ij;i/3}?-;i/^f ;V h U 7x^^X77-^ b 4. 5g (12. 
9mmol) 0h;i/X> (10ml) lM&ii^T8 Ort% 5. 5 B$m 

7-4— (^nn*M : W%fc^^)l'= 2 0:1) ^f^L, 4 - (N- 

2- (N-te r t-7*h^^*M-^ 7^ 7 7 T^/A/Htf— ^ 

S/>tjl-h3, 3g (JR^9 1. 1%) tt^7W7^Wi:bT#fc 



1H MR (CDC 13) 8 ppm: 1.35(3H,t,J=7.3Hz) , 1.52(9fl,s), 4.28(2H,q, J=7.3Hz) , 
6.52(lH,d,J=15.1Hz), 6.80(lH,br.s) , 7. 16-7.25(3H,m) , 7.61(2H,d,J=8.1H2) , 
7.71(lH,d,J=15.1Hz) , 7.82(lH,d,7.3), 7.98(2H,d, J=8. 1Hz) , 9.34(lH,br.s) . 
[0 14 4] 

(6 0-3) JlM ( 6 0 - 2) *e#e>tiycffc-^%2. 50g (6. 0 9 mm o 
1) 0THF (30ml) J -A/ (40ml) ^?glCg^^,^T 1 0%P 

d/c (^*, o. 5g) *M%.r=.^ Tkm^mrs oi&mmwLr=.o mmmm 
^jizwx.. ffimvt=.m{fr*mm. v&m't&z.iiK&vN- [2- (N-ter 

t -zfh**/!)^—)^) -4- (2 -x h=3pe/^j;i/^-;i/) 

x^;i//<>>CT^ K2. 23 g 0K^8 8. 8%) £ i: UTffco 

1H NMR (CDC 13) 5 ppm: 1.25(3H,t,J=7.3Hz) , 1.52(9H,s), 2.65 (2H,t, J=7.3Hz) , 
3.02(2H,t,J=7.3Hz) , 4. 13(2H,q, J=7.3Hz) , 6.77(lH,br.s) , 7.16-7.33(5H,m) , 
7.78(lH,d,J=8.1Hz), 7.89(2H,d, J=8.8Hz) , 9.06(lH,br.s) . 
[0 14 5] 

(6 0-4) JIM (6 0-3) ~Zm*>tlf=.tt&<V9 2. 2 1 g (5. 3 6mmo 

i) <r>*% (i omi) -tk (i 5mi) mmm^^kitv^^^ i?m& 

mo. 37g (8. 82mmol) SrfllliU 4 0t:t'3WffUc WLft&l 



09-3076362 



• 



8 — 258863 



m<b*mM. l&M-t 2> Z. £.\Z & »J, N- [2- (N-tert-^h^rJ/ijM 
7^;7x^;H -4- (2 -AJl/sK^S/ai^/l/) K>^75 K 1 . 8 7 
g 0R*P9 0. 8%) ^amtLTifc 

1H NMR(DMS0-d6) 8 ppm: 1.45(9H,s), 2.59(2H, t, J=7.3Hz) , 2.91(2H,t,J=7.3Hz) 
, 7.13-7.20(2H,m), 7.40(2H,d,J=8. 1Hz) , 7 . 54 (2H , dd , J=7.3,2. 1) , 7.88(2H,d, 
J=8.1Hz), 8.66(lH,br s) , 8.66(lH,br s) , 9.79(lH,br s). 
[0 14 6] 

(6 0-5) li (6 0-4) 7r#£*i;feff:-£-%0. 1 2 g (0. 3mmo 1 
) ©^>t*> (5ml) HtfChVxf ;i/7^>0. 1ml (0. 7 mm o 1 
) &£Z$ : £l/*zL^-i/--74 AO. 3g£#HA. gi»»T 0 . 5BSMSIflM$l, 
fc. 3(Z)^Mtce/^3in;b^X/jxU;i/T^ KO. 15ml (0. 7mmol) 5: 
AD*., -2l^raaD^3Siftl/fe. ft?frtfe, ^>i/";i/T;i/=i-;i/0. 4 ml (3. 8m 

[0 14 7] 

77>f - n n^;bA : WWt^^= 4 : i) -e^^-r^r tiZ J: N- [ 

2- (N-tert-^h*5/*M-^) 7^7i-^] -4- (N-^> 
$/Vl/;fr3f */;*j;i/tff-;i/) 7^;ifM>X7U*129mg (88%) 

1H NMR (CDC 13) 8 ppm: 1.51 (9H,s), 2.89(2H, t, J=7.3Hz) , 3.45-3.54(2H,m) , 4.8 
(lH,m), 5.10(2H,s), 6.76(lH,br.s) , 7.20-7.38(10H,m) , 7.79(lH,d, J=8.8Hz) , 
7.89(2H,d,J=8.1Hz) , 9. 10(lH,br.s) . 
[0 14 8] 

(6 0-6) Ii (6 0-5) X*i§*>tlt~it&!Va 1 2 9 mg (0. 2 6 mmo 
1) <Z)^^;-;i/ (10ml) MCl^^Tl 0%Pd/C (^*, 0. 0 

5g) y^m^r2mmmwvr=. B mm^m^i,t=.^ mmtzztiz 
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J:U#^tlfc^$:^^na^^> (5ml) JC»jWUfc. r©^MlC3-lfU 
*?>MfcifiSM60 . 1 8 g ( 1 . 0 4 mm o 1 ) Ztiax.. £ £>{C h V :n^;i/7 * 
>0. 28g (2. Ommol) £#nx.Tzfc#bfc 0 *fc#T, 2-^nn-N, 
N' -^^fM^^'J-^Mn?^ KO. 17g (1. Ommol) fciflj 

7h^77>f- (Mftx^/I/ : = 10:1) T*W&t £ Z. £ JCi: y , 

N — [2- (N-t e rt-^h^ri/A^-^) T^7 7ac— ;p] -4- [2 
- (N- (try 3 ->f /t/7-fe^/I/) 7 ^ y ) ^>X7^K5 0m 

[0 14 9] 

t 

1H NMR(CDC13) 8 ppm: 1.48(9H,s), 2.80(2H,t, J=6.6Hz) , 3.42(2H,m), 3.52(2H, 
s), 6.33(lH,t-like,J=5.9Hz) , 7.09(2H,d,J=8.1Hz) , 7.14-7.20(2H,m) , 7.24(1 
H,dd,J=4.4,7.3Hz) , 7.41(lH,dd, J=3.7,5.9Hz) , 7.50(lH,s), 7.58(lH,dd, J=1.5 
, 5.9Hz), 7.69(lH,dd,J=3.7,5.9Hz), 7.75(2H,d,J=8. 1Hz) , 8.22(lH,d,J=2.1Hz) 
, 8.44(lH,dd,J=1.5,4.4Hz), 9.49(lH,br.s) . 
[0 15 0] 

(6 0 - 7 ) JIM (60-6) (Dit^tyl) 5 0 m g ( 0 . 10 mm o 1 ) 
*rVy (2ml) (lml) mmz4:Mfei&M-Z?*3rVy (2m 

i) bmmmwLr^ B mmmw*zMz.r^ mm^/w 

ftflH-tSifcJCJcy, N- (2 -7^ J -4- [2- (N — (tf y s; 

>- 3 ->f ;i/7"fe^;i/) 7^^) ^>X7^F2 2mg (JR^ 5 9 %) 

[0151] 

1H NMR (DMS0-d6) 8 ppm: 2.7-2. 9(4H,m) , 3.42(2H,s), 4.89(2H,br.s) , 6.60(1H, 
dd,J=7.3,7.3Hz), 6.78(lfl,d, J=7.3Hz) , 6.97(lH,dd, J=7.3,7.3Hz) , 7.16(lH,d, 
J=7.3Hz), 7.29-7.32(3H,m), 7.59(lH,d, J=8.1Hz) , 7.89(lH,d, J=8. 1Hz) , 8.22( 
lH,t-like), 8.41-8.43(2H,m) , 9.62(lH,br.s) . 
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[0 15 2] 

mmmei 

N- (2 -T^ J 7i-;i/) -4- [2- (N- (S-fcTnU/l/) 7^#;i/Jtf 

'OXT^ K 1 : 8 0) (Dt?I& 

(6i-i) mtfcMG o©ii (6 o -4) •vm^nfrit^gso. 5 8g(i 

. 5mmol) 0i/^nn^^> (5ml) 3 - \Z zi V JVT ^ > 0 . 

22g (2. Ommol) <J:tf h V :n^;i/7 ^ > 0 . 5 6ml (4. 0 mm o 

1) Zfiax-fco *#T, 2-^nn-N, N' -^fM^Vy-fA^n 

7>f KO. 39g (2. Ommol) 0^^Dn^^> (5ml) ^i&M, 
[0 15 3] 

10 0:10:1) Tftt^-rS^^lCj: *K N- [2 - (N-tert-^h^r 
$>7!j;i/7Kn;i/) 75 7 7x^] -4- [2- (N- ( 3 - fcf n U ;i/) T 5. ; jij 
;1/tK— ;i/) rn^A] 71g (JK$9 4%) £^li<fe$P(K%£ L 

1H NMR(CDC13) 8 ppm: 1.45(9H,s), 2.42(2H,t, J=7.3Hz) , 2.98(2H,t,J=7.3Hz) , 
4.32(2H,d,J=6.6Hz), 6.44(lH,t,J=6.6Hz) , 7. 14-7.27(5H,m) , 7 . 48-7 . 57 (3H , m) 
, 7.63-7.68(3H,m) , 7.90(lH,d, J=2.1Hz) , 8.43(lH,dd,J=1.4,4.4Hz) , 9.86(1H, 
br.s) . 

[0 15 4] 

(6 1-2) Jim (6 1-1) (DVC^mO. 7 0 g (1. 4 7mmo 1) <DV 

**cVy (5ml) mmz4Mfei&W-Vyt3rVy (5ml) &jn*., 

(2mi) mtsst2irui#ife. mmmrn^nxr^ m 

JCJ:*J, N- (2-T^;7i-;i/) -4- [2- (N- (3-tfnU;i/) 7^ 

J 7tj;i/7K- ;i/) K>X75 KO. 4 2g (iR^7 6. 3%) £?LBfe@ 
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[0 15 5] 

mp. i68-i70"c. 

1H NMR(DMS0-d6) 8 ppm: 2 . 47-2 . 53 (2H , m) , 2.93(2H,t, J=7.3Hz) , 4.27(2H,d,J=5 
.9Hz), 4.90(2H,br.s) , 6.60(lH,dd, J=7.3,7.3Hz) , 6.78(lH,d, J=8. 1Hz) , 6.97( 
lH,dd,J=6.6,7.3Hz), 7. 16(lH,d, J=6.6Hz) , 7.28-7.35(lH,m) , 7.33(2H,d,J=8.1 
Hz), 7.49(lH,dd,J=2.1,5.9Hz), 7.89(2H,d, J=8. 1Hz) , 8.39-8.44(3H,m) , 9.62( 
lH.br.s). 

IR(KBr)cm-l: 3313,1641,1523,1457,1300,748,713. 
[0 15 6] 

mmm 6 2 

n- ( 2 — 7 ^ j ~? ac — -4- [ (tf u 3 --f;» ^^;i/T^/*;v 

(62-1) 4 -t: FU^i/^^JVOV^i- h (1. 9 9 g, 12 

. Ommol) (5DTHF (20ml) *§?£IC^S^N, N' - % )ltf—)li?<4 ^ 
*V-/l/l. 78g (11. Ommol) 1 B^lf £P L ZIO^IC 

^UT*3-t?nV JIT$.> 1. 0 8g (10. Ommol) £#ll;t> 3. 5 H#j^ 

o 

[0 15 7] 

— ;i/) ^>^;i/^-^ri/^j;i/3K— 3 -tmu;vT^ >2. 76g (iR^9i. 

9%) Z V Z XtfLW&UVTmfco 

1H NMR (CDC 13) 8 ppm: 3.91(3H,s), 4.40(2H,d, J=5.9Hz) , 5.18(2H,s), 5.5(lH,b 
r s), 

7.24-7.28(lH,m) , 7.40(2H,d, J=8.1Hz) , 7.65(lH,d,J=7.3Hz) , 8.02(2H,d, J=8. 
8Hz), 8.50-8.53(2H,m). 
[0 15 8] 
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(6 2-2) X5g (6 2-1) <D4t&%!)2. 4 0 g (8. Ommo 1) 

y — 71/ (10ml)-* (2 0ml) *SHfc V 1 7foftJ%0. 4 

2g (10. Ommol) *M7L. ^*ST* 5 B#f^fi# L fc e 10%^tK^5: 

MX.. m& (pH2~4) &Cb£^ *Tmbfc@#£2§Ifc, ^ItSr £lCj:y 

, n- (4 -^tf^i/) ^>^;i/^-^t/^j;i//J<-;i/-3-if3y>n/T^>i. 

83 g (JR^7 9. 9%) S:efe@fti:lT#fc 0 

1H NMR(DMS0-d6) 6ppm: 4.24(2H,d, J=5.9Hz) , 5.13(2H,s), 7.33-7.38(lH,m) , 7 
.46(2H,d,J=8.1Hz), 7.94(2H,d, J=8.1Hz) , 7.95-8.01 (lH,m) , 8.46(lH,d, J=5.1H 
z), 8.49(lH,d,J=1.5Hz) , 13.0(lH,br .s) . 
[0159] 

(6 2-3) Jim (6 2-2) (Dit&mi. 2 6 g (4. 4mmo 1) <DV9 

UU**y (2 Oml) mMmC7t*-*f U;b^n7>f Kl. Oml (11. 4 m 

l) £&*icj&ti;*., 5i:DMF$:|i[iMfctg£T*i 3*>lC4 0r;T* 

n5^fK5:^bfc. Zl©^lC^^Dn^^> (10ml) £#n;ifc^ *R}£ 

U £ e>-JCHJ6#|l 021 ( 1 - 2) 7f#e>*lfcfl;^0. 83 g (4. Omm 

0 1) ©y^nn^$> (8ml) -fcfU^> (8ml) M^lTbfct, ^ 
^£T*#S 7B£fm|i#U -Wilt. 

[0 16 0] 

^FB*W?K£#nx.£^ *na*;i/AT?#fffib£., ^M^fa^*-?^ 

;i/) VWm~S'Z>Z.£K J: y N- [2- (N- t e r t -^h=^i/^j;i/3j<— ;i/) 7 

^;7i-/i/] -4- [ (try vy- 3 --r;i/) *^;i/7^ 

1 ^fM>X7^Kl. 4 0g (1R^7 3. 4%) 

1H NMR(CDC13) 8 ppm: 1.51(9H,s), 4.40(2H,d,J=5.9Hz) , 5.19(2H,s), 5.56(1H, 
m), 7.07(lH,br.s), 7. 14-7.31 (4H,m) , 7.43(2H,d, J=8. 1Hz) , 7.65(lH,d, J=8.1H 
z), 7.76(lH,d,J=7.3Hz), 7.95(2H,d,J=8.1Hz), 8.52(2H,d,J=4.1Hz) , 9.32(1H, 
br . s) . 
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[0 16 1] 

(6 2-4) It (6 2- 3) ©fb^tll. 00g (2. lOmmol) ©i? 
**rVy (1 Oml) -*$J-;V (2 ml) mmzmUT^Nl&M-i/***)- 

y Omi) zmut zmmmftLto mmm^^m^t^ mm^^-* 
mvr^m^mm. mm-tz>z.t:iz&*), n- (2-75;7x^) -4- [ 

mp. 139-141X: 

1H NMR(DMS0-d6) 8 ppm: 4.25(2H,d, J=5. 9Hz) , 4.90(2H,s), 5.13(2H,s), 6.60(1 
H,dd,J=6.6,7.3Hz), 6.78(lH,d, J=7.3Hz) , 6.97(lH,dd, J=6.6,7.3Hz) , 7.17QH, 
d,J=7.3Hz), 7.36(lH,dd,J=4.4,8.1Hz), 7.47(2H,d,J=8.1Hz) , 7.67(lH,d,J=8.1 
Hz), 7.97(2H,d,J=7.3Hz), 7.9-8.0(lH,m) , 8.46(lH,dd,J=1.5,5. 1Hz) , 8.49(1H 
,d,J=2.1Hz), 9.65(lH,br.s). 

IR(KBr)cm-l: 3326(br), 1694,1637,1526,1458,1147,750,712. 
[0 1 6 2] 

mmm 6 3 

N- (2-7^;7x-;i/) -4- [3- (4 ^ 1-4 JV) -JUifJl 

J )V>fr*ci/] )lfM>XT^ K (m~ 1 : ^^#-^1 46) 0 

mp. (amorphous) . 

1H NMR(270MHz, DMS0-d6) 8 ppm: 1.80-1. 89 (2H,m) , 2.94-3.02(2H,m) , 3.98(2H, 
t,J=7.3Hz), 4.88(2H,s), 5.11(2H,s), 6.55-6.63(lH,m) , 6.76-6. 97(3H,m) , 7. 
10-7.18(2H,m), 7 . 43-7 . 48 (3H , m) , 7.61 (lH,s), 7.98(2H,d,J=8.1Hz) , 9.66(1H, 
s). 

[0 16 3] 
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N- (2-7^;7x-;i/) -4 - (~7 jL—JlTiE^-JVr ^ J ) ^>X75 F ( 
1 : ftHHW#2) 

(64-D njgMi ©xi ( i - 2) •vmr^t^m (4. i6g, 20. 0 

mmo 1) <DP?UU*&> (3 Oml) mWUZhV^JVT^y (4. 2ml 

, 3 0. Ommol) £#nx., £ £ tc2K#T> 4 — nFn'OV-Y ;i/#n v-f F 

(4. 0 0 g, 2 1. 6 mmo 1) <D*?9UU*#> (1 Oml) ^^Sr^^tC 
[0 16 4] 

N- [2- (N-tert-^h^r^M-^T^) -4-nh 

n^>xr^F(7. 0 2g, 9 8. 3%) ^ffe@<iau#fc„ 

1H NMR(270MHz, CDC13)Sppm: 1.53(9H,s), 7. 17-7.29(4H,m) , 7.85(lH,br.d,J= 
7.3Hz), 8.17(2H,d,J=8.8Hz), 8.32(2H,d,J=8.8Hz) , 9.88(lH,br.s) . 
[0 16 5] 

(6 4-2) II (6 4-1) T'ifdb^ (6. OOg, 16. 8mmol 
) 0THF (20ml) -%% J (20ml) M-^^^iC^^^^T 10% 

pd/c c-^-tk, o. 6g) ^nx, Tkmuwtri. ^mmmw^t=.o a^mcom. 

- [2 - (N-tert - zf F =3p # - ;i/ T ^ J ) "7oin;i/] — 4 — 7 ^ y 

^>X7^ K (4. 74 g, 8 6. 2%) ^e^ifti: Ut#fe„ 

1H NMR(270MHz, DMS0-d6) 8 ppm: 1.46(9H.s), 5.84(2H,s), 6.61 (2H,d,J=8.8Hz) 

, 7.10-7.18(2H,m), 7.46-7.55(2H,m) , 7.68(2H,d,J=8.8Hz) , 8.67(lH,s), 9.49 

(lH,s). 

[0 16 6] 

(6 4-3) II (6 4-2) 1 . 6 g (4. 8 8 mmo 1) (D 

iktf;*^ (15ml) tC, tfU S?>0. 8 ml (9. 9 mmo 1) , V 

i-;i/7tfil/^n5>f KO. 9 6ml (7. 2 6mmol) fcj&U*. 1 B 
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Lfeo Rfom?&. 2fc£#D*., ffiffiLfcJKS&flHfcU N- [2- (N-ter 
t - 7h3risj3Jltf~}V7$ J) 7 iL—Jl] -4- (7i-il/7tW5/) 
/<>X75K1. 6 6g (7 6%) 
[0 16 7] 

(64-4) Jim (64-3) -e#fefb-a-% 1 g ( 2 . 24 mm o 1 ) 0>y-fe 
h-h'J^t (2 5ml) lCtlt*a-Kh'J^f;i/>>5>0. 8 8ml (6 
. 18mmol) &Mx.3mmMWLfc 0 &J&HT#, ^&iI8liL#£>*l££§ 

N- (2-7U7i-;i/) -4- (7x^ 

/br^/I/T^ 7) ^>X75 F0, 2 9 g (3 8%) sa^Ii:bT#fc 0 

[0 16 8] 
mp. 232-237T}. 

1H NMR(270MHz, DMS0-d6) 8 ppm : 3.69(2H,s) ,4.90(2H,s) ,6.60(lH,t,J=7.35) ,6 
.77(lH,d,J=7.35),6.96(lH,t,J=7.35) ,7. 15(lH,d,J=7.35) ,7.22-7.35(5H,m) ,7.7 
2(2H,d,J=8.80) ,7.95(2H,d,J=8.80) ,9.57(lH,s) ,10.43(lH,s) 
IR (KBr) : 2937 , 2764 , 1660 , 1 598 , 1506 , 1459 . 
[0 16 9] 

mmme 4 nmmn^mzz mmw6 5frp>rnmw7 6©^% u 

feo JSATtC. i\L<&m<Dm& (mp.) , 1H NMR, irom^&^-Tc 

mmm 6 5 

n- (2 -75 J 7i-^) -4- (4 - -7^ y y^y*^;i/^ 

>X75 K (*- 1 : ffr&<»#-SM) 

1H NMR(270MHz, DMS0-d6) 8 ppm: 1.91(2H,hep,J=7.3Hz) , 2.37(2H,t, J=7.3Hz) , 
2.64(2H,t,J=7.3Hz) , 5.0(2H,br.s) , 6.61(lH,t,7Hz) , 6.79(lH,dd, J=1.5, 8.1H 
z), 6.97(lH,t,J=7Hz), 7.1-7.4(6H,m) , 7.71 (2H,d, J=8.8Hz) , 7.94(2H,d, J=8.8 
Hz), 9.57(lH,s), 10.15(lH,s). 

IR (KBr) cm-1 ; 3344 , 1687 , 1603 , 1542 , 1460 , 1315 , 1 033 , 842 , 737 . 

[0 17 0] 
MMffl 6 6 

N — (2-7^ J 7xi;V) — 4 - [ (4 -7 0n7i^;i7tf;i/) 757] 
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^>xr$ f m- 1 : it&mm^i 5) 

mp. >250T:. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 3.72(2H,s) ,7.29-7.43(8H,m) ,7.77(2H,d, J=8.8 
0) ,8.00(2H,d,J=8.80) ,10.29(lH,s) ,10.52(lH,s) 
I R (KBr ) cm-1 : 3300 , 2868 , 1664 , 1638 , 1520 . 
[0171] 

mum 6 7 

N- (2-75;7i-^ -4- [ ( 2 - - K n7xijl/7tf;i/) 75 7] 
^>X75 K&^f& 1 : it&m^ 1 9 

mp. >250n. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.20(2H,s), 7.20-7.30(3H,m) , 7.40-7.45(lH, 
m), 7.60(2H,d), 7.71-7.77(3H,m) , 8.02-8.10(4H,m) , 10. 27 (lH.br. s) , 10.64( 
lH.br.s). 

I R (KBr ) cm-1 : 3263 , 1676 , 1647 , 1 5 18 , 1 1 84 , 759 . 
[0 17 2] 
6 8 

n- (2-7<;7i-;i/) -4- [ (4 - - hD7x^;i/7tf;i/) y^7] 

^>X7^ K m~ 1 : *fe^»##2 1) 
mp. 222-226X:. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 3.90(2H,s) ,4.96(2H,br.s) ,6.60(lH,dt,J=1.47 
,6.61) ,6.78(lH,dd,J=1.47,6.61),6.97(lH,dt,J=1.47,6.61),7.15(lH,dd,J=1.47 
,6.61) ,7.63(2H,d,J=8.80) ,7.71 (2H,d, J=8.80) ,7.95(2H,d, J=8.80) ,8.22(2H,d,J 
=8.80) ,9.59(lH,s) ,10.54(lH,s) 
IR (KBr) cm-1 : 3395 , 3334 ,1671 , 1630 , 1519 , 1346 . 
[0 17 3] 

mmme 9 

N — (2-7U7i —)i>) -A- [ (2-7^ J 7 3L—JVT 7^7] 

^X7U* im-i -.it&m&nzz) 

mp. 177-1821C (dec.). 
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1H NMR(270MHz, DMS0-d6) 8 ppm: 3.54(2H,s), 4.88(2H,br .s) , 5.09(2H,br.s) , 
6.55(lH,dd,6.6,7.3) , 6.59(lH,dd,7.3,7.3) , 6.68(lH,d,7.3) , 6.78(lH,d,7.3) 
, 6.96(2H,dd,7.3,7.3), 7.06(lH,d,6.6) , 7.15(lH,d,7.3) , 7.71 (2H,d, 8.8) , 7 
.95(2H,d,8.8), 9.57(lH,br.s) , 10.39(lH,br.s) . 

I R (KBr) cm-1 : 3374 , 3256 (br . ) , 1683 , 1597 , 1503 , 1317 , 1262 , 1 180 , 1 153 , 747 . 
[0 17 4] 
0 

n — (2 -y* j 7i-a) -4- [ (4-7^;7i-^rtf^) y ^ y ] 

KyXr* F im- 1 : 2 6) 

mp. 219-226*0 (dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 3.46(2H,s) ,4.93(4H,br.s) ,6.52(2H,d,J=8.07) 
,6.59(lH,dt,J=1.47,7.34),6.77(lH,dd,J=1.47,7.35),6.97(lH,dt,J=1.47,7.35) 
,6.99(2H,d,J=8.07) ,7.15(lH,dd,J=1.47,7.35) ,7.70(2H,d,J=8.80) ,7.93(2H,d,J 
=8.80) 

IR (KBr) cm-1 : 3278,3032 , 1675 , 1628 , 1516 . 
[0 17 5] 

mmm 7 1 

n- (2-7^;7i^;i/) -4- [ (4 h^-tyyaL-jiriE^jv) t^j 
] Kyxrn k (m- 1 : ^^##3 2) 

mp. >250r. 

1H NMR(270MHz, DMS0-d6) 8 ppm : 3.62(2H,s) ,3.74(3H,s) ,6.90(2H,d, J=8.80) ,7 
.26(2H.d.J=8.80) ,7.30(3H,m) ,7.39(lH,m) ,7.77(2H,d, J=8.80) ,7.99(2H,d, J=8.8 
0) ,10.26(lH,s) ,10.44(lH,s) 
IR (KBr) cm-1 : 3300 ,2759 ,1670 , 1638, 1514 , 1250 . 

[0176] 
^ffiM 7 2 

N- (2-7^;7x-;i/) -4- [ (4- (N, N - *? * ?-J]/T ^ J ) 7x- 

jvy-t?-;v) y * j-\ s<yxr^ K m- 1 : 1 5 7) 

mp. 140T;. 
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1H NMR(270MHz, DMS0-d6) 6 ppm: 3.04(6H,s) ,3.67(2H,s) ,7. 16(2H,d,J=8.08) ,7. 
29-7.40(6H,m) ,7.76(2H,d,J=8.80) ,7.99(2H,d, J=8.80) ,10.29(lH,s) ,10.47(lH,s 

) 

IR (KBr) cm-1 : 3244 , 2951 , 2639 , 1647 , 1599 , 1507 . 
[0 17 7] 

mmm 1 3 

N- (2-r^;7i-;i') -4- [ (4 - MJ 7;i/^-a^^;i/7oi^;i/Tir^ 

/I) T$Sl <yXT$ K m- 1 : ^%##4 3) 
mp. >250"C 

1H NMR(270MHz, DMS0-d6) 6 ppm: 3.84(2H,s) ,6.89(lH,t,J=7.35) ,7.00(lH,d, J=7 
.35) ,7.11(lH,t,J=7.35),7.25(lH,d,J=7.35),7.57(2H,d,J=8.80) ,7.71(2H,d,J=8 
.80) ,7.73(2H,d,J=8.80) ,7.97(2H,d, J=8.80) ,9.87(lH,s) ,10.54(lH,s) 
IR (KBr) cm-1 : 3260 , 1664 , 1605 , 1521 , 1327 , 1 1 19 . 

[0 17 8] 
MMM 7 4 

N- (2 -T^ J 7i-;i/) -4- [ (If V *?y- 2 ->f ;v) 7th7^ ;] * 
>X7^ (^-1 : ft^«#^ 5 4 

mp. 154-175'C. 

1H NMR(270MH2, DMS0-d6) 8 ppm: 4.60(2H,s) ,7.30-7.46 (3H,m) ,7.56(lH,d,J=7.3 
5) ,7.79(2H,d,J=8.80),7.95(lH,t,J=6.61),8.01(lH,d,J=7.35) ,8.11 (2H,d,J=8.8 
0) ,8.49(lH,t,J=7.35),8.87(lH,d,J=5.14),10.46(lH,s). 

[0179] 

5 

N- (2-7^77i —)l>) -4- [ (tfU *Jy- 3 ->f 7th7^;] ^ 

> XT ^ F 2 1 : ftllr%## 6 8 ©I6BJS[) 

mp. 182-189T} (dec. ) . 

1H NMR(270MHz, DMS0-d6) 6 ppm: 4.12(2H,s) ,7.29-7.59(4H,m) ,7.80(2H,d,J=8.8 
0) ,8.05(lH,m),8.11(2H,d,J=8.80),8.57(lH,d,J=8.08) ,8.85(lH,d, J=5. 15) ,8.95 
(lH,s) ,10.25(lH,s) ,10.48(lH,s) . 
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[0 18 0] 

mmm 7 6 

n — (2-75 / 7iui/) -4- [ (3- (tf y vy- 3 ->f;i/) ^n/W>f 

71/ ) 7] 'OXyS F 1 : ft^^St 6 9 ) 

mp. 184-186TC. 
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1H NMR(270MHz, DMS0-d6) 8 ppm: 2.80(2H,t,J=7.34) ,3.08(2H,t, J=7.34) ,6.87(1 
H,t,J=8.07) ,6.99(lH,dd,J=1.47,8.07),7.11(lH,dt,J=1.47,8.07) ,7.25(lH,d, J= 
8.07) ,7.70(2H,d,J=8.80) ,7.77(lH,dd, J=5.87,8.07) ,7.96(2H,d, J=8.80) ,8.22(1 
H,d,J=8.07) ,8.75(lH,d,J=1.47) ,9.83(lH,s) ,10.25(lH,s) . 
[0181] 

N- (2-7^7 -7 -4- (N -K>i/';i7^ J ) *A^-M>X7 

^ K m~ 1 : 8#) <Di*m 
(7 7-1) f^^t^y^f;!/ (13. Og, 7 2. 2mmol)0Dh 

(1 OOml) mMmzT-X—JlZU^^ F (10ml) £^T'?iTl/ 
fc 0 8 or-e3#^Ji#Lfe^ jg^fcJ:tmill0>^:*— ;i/*-D^>f K&e^L 
fc 0 #£*\,fc^?f fc^^if > (100ml) tcMg$i*fc^, 2-nhnm 
U> (9. 9 8g, 7 2. 2mmol) £#Dx., 4 B#Mli&3i^ Lfco 

[0 18 2] 

- 7x-;P) — 4 — ;* h^^AM-M>X7 ^ K (2 0. 3g 

, JR^9 3. 7%) ^ffelftilbTifc. 

1H NMR(270MHz, DMS0-d6) 5 ppm: 3.91(3H,s), 7.43-7.49(lH,m) , 7.76-7.78(2H, 
m), 8.03(lH,d,J=8.1), 8.08(2H,d,J=8.8Hz) , 8.14(2H,d,J=8.8Hz) , 10.94(lH,s 

). 

[0 18 3] 

(7 7-2) li (7 7 - 1 ) "Zm tlfcik&ys (4. 24 g, 14. 12m 
mol) ©THF (50ml) (5 0ml) 

no%Pd/c (o. 4g) ztnz.fr&L. i . smmnnist-o 

N- (2 -r ^ y ;i/) -4-* h=**/j&;i/sK— ;i//OX7^ K (3. 4g 

, IR^8 7. 5%) OTfeifttltft 

1H NMR(270MHz, DMS0-d6) 8 ppm: 3.90(3H,s), 4.95(2H,s), 6.60 (lH.dd, J=7.3,8 
.1), 6.78(lH,d,J=7.3) , 6.99(lH,dd,J=7.3,7.3) , 7. 17(lH,d, J=7.3) , 8.08(2H, 
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d,J=8.1), 8.11(2H,d,J=8.1), 9.85(lH,s) 
[0184] 

(7 7-3) (7 7 - 2) e> ft fefll^* (2. 7 1g, 10. 0mm 

o 1 ) (D*JJr*r*yy (1 0 0ml) -tK (50ml) ^WL\Z. 5 %7fc^fc-J- h U 
ATK^Sr^T-eiltJX.^, $ *>IC^- t e r t -/K*- h (2 
. 6 2g, 12. Ommol) (4 Oml) M5:iTLfe. 

m*&£VTnbftfcj%mt:*z ;~-)vx*m&-tz>zLt.iz£v. n- [2- (n 

^>X75K (3. 54g, 95. 7%) LT#t. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 1.44(9H,s), 3.90(3H,s), 7. 12-7.24(2H,m) , 7 

.55-7.58(2H,m), 8.09(2H,d, J=8.8Hz) , 8.10(2H,d,J=8.8Hz) , 8.72(lH,s), 10.0 

0(lH,s). 

[0 18 5] 

(7 7-4) X.M ( 7 7 - 3 ) !?mr=.ik&m ( 3 . OOg, 8. 1 Ommol 
) (5 0ml) -0. 5M7£7kmitV?'V&7kmm (2 5ml) ^ 

3 £iZ£ »J, fl/7^^i ^7-2- (N- t e r t -yb^ri/A 
;i/7K-;i/) 75;7-'JF (2. 2 4g, 7 7. 6%) &i^I#:i:lT#fc 

o 

1H NMR(270MHz, DMS0-d6) 8 ppm: 1.45(9H,s), 7. 12-7.21 (2H,m) , 7.53-7.58(2H, 
m), 8.06(2H,d,J=8.8Hz), 8.10(2H,d,J=8.8Hz) , 8.71(lH,s), 9.97(lH,s). 
[0 18 6] 

(7 7-5) It (7 7 -4 ) T*mfc<t&% (0. 2 0g, 0. 5 6 mmo 1 
) <DP?UU*#> (4ml) UMmzKyi/JVT^ls (0. 14g, 1. 3m 
mol) &#U;L, £ ^ tC h U x^;i/T ^ > (0. 2 1ml, 1. 5 mmo 1 ) £ 
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^ KO. 2 5g (1. 4 8mmol) £#D3-, 3 e> IC^T 1 HfrlBU ^Mt 1 l| 
[0 18 7] 

A^n V W - (^DQ*M :^3t;-;b=10: 1) T^igL/, 

tlfc0^$:3i^;vx-^^-e^#-rsr hlCJ: *K N — (2 - t e r t -zfh* 

S/jjfrjS—jvr $ J 7x-;i/) -4- (N ;i/7^ 7 ) ^;i/>K— >v<yx 

TU*(2 7 9mg, 6 2. 6 %) £ LT4Sfc. 

1H NMR(270MHz, DMS0-d6) 8 ppm: 1.45(9H,s), 4.52(2H,d, J=5.8Hz) , 7.13-7.28( 
4H,m), 7.34-7.35(3H,m), 7.56(2H,d, J=8. 1Hz) , 8.05(4H,s), 8.71(lH,br.s) , 9 
.23(lH,t), 9.94(lH,s). 
[0 18 8] 

(7 7-6) JIM (7 7 - 5) -Zmtcfc^tyS ( 1 5 1 mg, 0. 3 3 9mm o 

i) iz 4 mfei&m mm (5 mi) z^-em*.* A^mmw^r^o 

ZlillCcfcyN- (2-rU7i-^/) -4- (N-/OS/Vl/7^ 7) #;i/>tfx 

K (7 8mg, 67%) 
mp. 239-241^ (dec). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.51(2H,s), 4.93(2H,br.d) , 6.60(lH,dd, J=7. 
3,7.3Hz), 6.78(lH,d,J=8.1Hz) , 6.95(lH,dd, J=7.3,8.3Hz) , 7.18(lH,d), 7.23- 
7.35(5H,m), 8.01, 8.07(4H,d, J=8.8Hz) , 9.22(lH,br. t) , 9.81(lH,br.s) . 
[0189] 

ft-^to©jHtj^ (m P .) , ih nmr, iwmfemziTjk-t . 

[0 19 0] 
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mmm 7 s 

N- (2 — T ^ J 7 X.—JV) -4- [N- (2 7] 
tf-jlKyXT^ K (^-1 : fb^#f##9) 
mp. 237-240X: (dec.). 

1H NMR(270MH2, DMS0-d6) 8 ppm: 2.87(2H,t,7.3) , 3.51 (2H,dt, 5. 9,7.3) , 4.94( 
2H,br.s), 6.60(lH,dd,7.3,7.3), 6.78(lH,d,7.3) , 6.98(lH,dd,7.3,7.3) , 7.15 
-7.34(6H,m), 7.93(2H,d,8.1) , 8.04(2H,d,8.1) , 8.73(lH,t,5. 1) , 9.76(lH,br. 
s). 

IR (KBr) cm-1 : 3396 , 3320 , 1625 , 1602 , 1539, 1458 , 1313,699. 
[0191] 

mmmi 9 

N — (2 -T^ J -4- [N — (4-zhD7i;^i/7tf;i/) T 

* 7] Kl/XTS. K m~ 1 : 15 8) (D&m 

(7 9-1) HJ&M6 4(Z>X3i (6 4 - 2) T?#e>*l£ffc-£% 3 g (9. 2m 
mo 1 ) , 4-nh U 7 3L J *c 2 . 1 6 g (11. 0 mmo 1 ) CDDMF 

(7m 1) iZi?*/? U ^Z/JVjjJVtfi?^ K2. 82g (13. 8 mmo 
1) ©DMFM (5 ml) . Mt&MWN, N - ^;i/T ^ J tf U .S?> 

[0192] 

#£n£^%£*an*;i/i^£?f^i§IU N — [2- (tert-^h^r 
Z/jjJltf-frYS. J) yai—JVl -4- [ (4-^hn7x;^fS/7tf^ T 
5;] /<>X7$F2. 3 4 g (itX^5 0%) „ 

1H NMR(270MHz, DMS0-d6) 8 ppm: 1.45(9H,s) ,4.97 (2H,s) ,7. 12-7. 26(3H,m) ,7.23 
(2H,d,J=8.80) ,7.53(lH,dt,J=2.20,7.35) ,7.79(2H,d, J=8.80) ,7.95(2H,d,J=8.80 
) ,8.25(2H,d,J=8.80) ,8.71(lH,s) ,9.79(lH,s) ,10.52(lH,s) . 

[0 19 3] 

(7 9-2) Jim (7 9-1) T*ft*>tl1tjk'&&0. 7 g (1. 3 8 mmo 1 
) COT-fe h- h V fr&WL (1 Oml) IC^M"£3- K h U t^-fri/^y 1 . 26 
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ml (8. 8 5mmol) £#0;L, 2B$mMWLfc a SJSfcFTtfe* 

**?n,x.*n,>r h>JC»J|?U ftfr^tffcSH- h U A***, ISfD£i6*T?JiB 



B^X^l/T'Sfc^U N — 7i3) -4- [N- (4--hD7 

i; ^ri/Tir^;i/) Jl ^>XT^ FO. 2 2 g&e-fe^J|i:l,T#£ 
^3 9%) „ 
mp. 212-215C(dec). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 4.97(2H,s) ,6.88(lH,t,J=7.35) ,6.99(lH,d,J=7 
.35) ,7.11(lH,t,J=7.35) ,7.23(2H,d, J=8.80) ,7.24(lH,lH,m) ,7.77(2H,d, J=8.80) 
,8.00(2H,d,J=8.80) ,8.25(2H,d,J=8.80) ,9.89(lH,s) ,10.52(lH,s) . 
IR(KBr) cm-1 : 3382 , 3109 , 1650 , 1591 , 1508 , 1341 . 
[0194] 

mmm so 

N- (2-7^;7x-;i/) -4- [ {4 -T ^ J y aij ^■i/T-^^'JV) T ^ 7 
] 'OXTVF (*-l : 15 9) <D^m 

H1^7 9 0>Jim (7 9-1) ~emhfrtcik&fy}l . 4 1 g (2. 7 8mmo 
1 ) <D* # J -/I/ (15ml) -THF (25ml) ?§^C 1 0%P d -C *M 



. ^^fy^nif;i/x-^;i/T^^y ^>^*lt, n- [2 - (tert-^h^p 

i/jtj?l7$-)]sT J) 7x^;i/] -4- [ (4-7^;7i^i/7tf^) 7 
[0 19 5] 



1 (5. 2 0mmol) tSt3H«Lt„ HJ5&^7#. 

l^f;i/xf;i/>rh>WLT, N — (2-7U7i-;i/) -4- [ (4 

-75/7i;^J/7tf^ 7$;] ^>X75KO. 8 6g£#fc„ (JRa 



8 3 %) 

mp . (amorphous) 
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1H NMR(270MHz, DMS0-d6) 8 ppm: 4.82(2H,s) ,7.13(2H,d,J=8.80) ,7.30-7.48(6H, 
m) ,7.82(2H,d,J=8.80) ,8.03(2H,d, J=8.80) ,10.34(lH,s) ,10.46(lH,s) . 
IR (KBr) cm-1 : 2873 , 2590 , 1680 , 1602 , 1505 , 1243 . 
[0 19 6] 

a 2 7 8 oMMiztt-tzftfcmmftmn.m. 

7^*'J7*X77^-t* (ALP) ffi&<D±m*. hjzm&MJM<Dfi-<t<D 

#$3I!3*ITVa£ [Young£>;Caneer Res. , 4 5 , 2 9 7 6 (1 
985). Morita*b; Cancer Res. . 4 2 , 4540 (198 

[0 19 7] 

(Hl^7j&) 9 6 7X^1/- MCl5,000/r/we 1 1 <fc C A2 7 8 0 

mm*o. i m i tott, &Bt%mzxmm%;%{is&&}$fcm<Dmmzo. 1 m 

1 "f^SsillLk,, 3 0 ^Mt, zfV~ bJt£>*fflII&£TB Slfl (2 OmM 
Tris, 13 7 mM NaCl, pH7. 6) 7f 2 MS^f* L- oV^. 0. 
6mg/ml0lI©p--hn7x^;i/7tX7i>f h (9. 6% S?x# 7 

0. 5 mM MgCl £ (pH9. 6))?§?££:0. 0 5ml To 
SsiBU 0#>f >^a/<- h Lfc 0 3SgNaOHM0. 05mlt' 

^T<D*/J^^ (ALPmin) 

[0 19 8] 
[117] 

m-2 : A 2 7 8 0 jfflflglcM^6#fl;S§#f£M 
«8*ffc-&* ALPmin (^M) 
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mm 8 (Dit&m 
mm 9 axt&m 
mm i o (Dit&m 
mm 1 1 (Dit&m 
Mm i 3 (Dit&m 
mm i s (Dit&m 
mm i 6 <Dit&%>) 
mm i 8 (Dit&m 
■mm 2 3 (Dit&m 
mm 2 4 <Dfc&m 
mm 2 5 <D4t&m 
mm 2 6 (Dit&m 
mm 2 7 (Dfc&m 
mm 2 8 <Dit&m 
mm 2 9 (Dit&w 
mm 3 o (Dit^m 
mm 3 1 (Dit&m 
mm 3 2 oit&m 
mm 3 3<Dfc&m 
mm s 4<Dit^m 
mm 3 5 (Dit&m 
mm 3 6 (Dit&m 
mm 3 7 (Dfc&m 
mm 3 8 (Dfc&m 
mm 3 9 (Dit-sm 
mm 4 oofc&m 
mm 4 i <Dit&%) 
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